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^m^skXh^i^. +^&(Diky\^m7!>m^^tiX\^^^V^UXi-ifj:<. -^fc. ^ 
*tj^Jja*f^t^^ (Graft Versus Host Disease : GVHD) ^(Df^mM:ib^h^o :L<Dlt. 
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:<f>'K-CfcShD>'Jj?^3^9=-^' (OT TPO) idijJ'n-criVr/^n. g:^3^5^Jji|a 
S^<06^i\: • liMSrWrn L-CifiL/jNtRjg^^iEiii-^S t *S^^ ^ tb/c (Kaushansky 
K. et al.. Nature. 369, 568-571, 1994 : $^^nXW( 1 ) , TPO ^-f^iZiAL/hmm^l 

b^i TPO ^-efe S PEG-rHuMGDF (TPO <D N 163 # i (DT $ - 

(Li J. et. al., Blood, 98, 3241-3248, 2001 : ^#|^S:ilt2 . RXJ^ 
Basser R. L. et. al.. Blood, 99, 2599-2602, 2002 : ^WWf-XWi. 3) itif>^ TPO <D^^ 

mmmit^tix\^>^o ^yt, tpo ttseic-cfes^*. mim^f^x^^n 
xv^\f\ f&n^-^mMi:\.xnmm^xi^fj:\^\ mm(Dm^xi&s^'f-^-:f^ 
h*hma-^-^mMtvx\tmm&ijxi'iit£\,^tmx.hti^o ^KD^of^^var. 

m. c-Mpi V h'(Dmmmib bHTv^5o 

*y£:> BI^^W wo 01/07423-^ (^Kf^ZScm?) tcf^i, T^-j|5^^ (VII) 

x^^^^it^m7!i^ik/i^mm^i¥^^^i-^:Lti>^^m^tix\i^^o 




(VII) 
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laSK^M WO 01/53267 # (<l*t^:fiCiS)i8) JJltt, TIB-jWl^ (VIII) 



WO 02/62775 (#1^:5:^9) tdf^s TIB-iig^ (I X) 1? 



X— Y— Z-W^ (VIII) 
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SBR^M wo 03/062233 # 0) t;!^,. TIB~/iS!^ (X) V 



2-T vyvr 5 / f^T /KZ) 5 ^feiii^^j®-^*5ii:^s^ bit'ft:-^ 

1^ 3199451 mnXW^l 1) tc=« i^i^^'^. hdE^:=i^2&t)^:?tf;;^ h y ^-S^^rJt^ 
j^lj UT^ fcSV^^t Chemical and Phaimaceutical Bulletin, 25, 9, 2292-2299,1977 

imf^Xm. 1 1 «i^g8¥ 11-152276 

['^HFZftrSfe 2 ] B^MB 99/11262 UyV 

imV^Xm 3 ] HI^<^PII 00/35446 -^/^ V 7 5/ h 

[ii#rF:s:Sfc 4 ] mn/jkm% 98/09967 -^xn- ^-i? ^ b 




(X) 



o 
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[<l^ff:S:it 5 ] 10-212289 

l^d^XWte] 2000-44562 ^« 

imifiFxm. 7 1 m^<^^f$ 01/07423 -^^oy u>yh 

Wlf^Xflk 8 ] mm^^mm 01/53267 ^-yO-y Uyh 

mnxm 9 1 mm<£^^m 02/62775 h 

[#fflFS:mi 0) m^^Mmfl^ 03/062233 -^^OyU^y h 

i»fp:fci^ 1 1 1 oi^f^m 3199451 ^<^m 

mi^^Xmi] ^rJ'^-^- (Nature). 1994^. ^369-^. p.568-571 
i$¥WnXm2} ZfyyV (Blood). 2001^. 098^, p.3241-3248 
l^1#fF:S:ife3l y^yK (Blood). 2002^. I|99#. p.2599-2602 

(Chemical and PhaimaceuticalBuUetm). 1977^. 025^. Il9#. p.2292-2299 

fiPt>. :ip.mn\^i:.fi\t. Uy<D (1) - (1 5) *s|i^$ti/5o 
(1) ^ (I) -C^$tb6 2-Tv'7^T5:/^T>^-/V'M^#:X?*'=e<^iim^6tl 
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A: <SStr/W^U'>'o 

R»: ^ (I I) -V^^tl^m. Xitn^i^flX\/^XhX\^^nV^T%yo 

.N— (II) 

. nT/V^/Vo Jfc*3. A>6Sp«^V'>'S:^-t-^'g'. R" «^ R*-C^$tb6^3^ . 
Aj^M^v^-Sr^-f:®^. R"tt^ AT?^$tb5;?<5^i^>'-^K^r5e^ 

(2) A:osp<^i^>/-efoSs (1) (Dmmm^i^o 

(4) jk/h;KMii^3mf&^?fijT'fc5. (1) (3) (D\,^-rM^<Dmmm^i^o 

(5) c-Mpi y;!{fi^K-efc5. (1) 7bm (3) (?5v>-m30^cDE^m^i^o 

(6) ^ (1 1 1) T'^^ivs 2'r->/i^T%y'f'Ty—/vmmi^xn^(Dmm 



PCT/JP2004/010440 



(I I I) 

B: lf*©«5HHcSB«fe©A-ej3^$tb5So 
R': ft*<^l£fflltJ:|B«fe(DR2-ej5%$iL5So 

R* : m^O^SH 1 tc|B«fe<0 R^-e^$n-5So (au, iSlfe$tuTV>j5;v>73i^ * 
(7) B;6M^^^^-CfcS. (6) (O^t^^o 

<-f:i73i=:/l't?$>S. (7) (Dit-^mo 

(9) R* *5^g^fe$tuTv^Tt>a;v^l^y x^*g^fe$l^Tv^s73l=l/^-efc 
5. (8) (Dih-^mo 

n/VT'feS. (8) (Dit-^mo 

(11) (6) ©{k-a-i^co^^^ {b-a-i^nx^wb-^i^s^ Y30>e>5teei^j;«9^ 
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l-{5-[(4-(4-^ P n ^;^:7 m V-2-'f /W)-5-{[(2R)-2-p« ^yVVf n y /P]^ 

/v}^T>^— >'W-2-^yW);t;yw^'?^'t'/V']-3-7/w:^-D-2-tf y if^y ';^:/-4- 

\.{y.^ a a-5-[(4-(4-:^^ n n^;^-7 3i:/-2-'f /V)-5-{[(2S)-2-;>« ^/Hf p V . 

1.(3-^ o n.5-{[4-(4-;J^ n p :t. V-2-f /'W)-5-(i?p« 5^yVT ^ / '^;V)'^T 

/W2->r/v<']:3(7/w^^-f /w>-2-if y '✓^/V')if^y i^:/-4-;i?7/vsJ?i^®?, 
l-p-^ n o-5-[(4-(4-j^ P P V-2->f /V)-5-{K >'^'=' tJ'>'K;^ ^/^)T ^ 

4-[{3-:J' P P -5-[(4-(4-j^ P P 31 ^y-l-^ /V)-5-{[^ y IT'p tVK^ 5^/l')r ^ 

y ]^ ^/v>^Ti/— /w2-i'/w);<7/w^^^/w]-2-if y ^;^/w>(y ^/V')t ^ y ]iS 

l.{3. ^nvi -5-[(4-(4- ^x:in'^-^y=c :/-2->r /V)-5-{[(3S)-3- y ^/l^ tf P y i;? ^/-l- 
l.{3.^ u D-5-[(4-(4-^ P P i^-2-^/W)-5-{[[(2S)-2-y h^i^^ti b:VV-](y 
N-CS-lCT'^/K^ ^/V)T ^ y ]y ^/^}-4-(4-^ P P ^^-2-4 fvy^-r 
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9. 

-2-^ /V'l-S-j}' o n ^.[(3- b K n df- S^:/ CI tr/W)T 5 ^ 3=^ = ^ ^'T 5 
N-(5-{[y^/K;?« ^/V')T ^ y ]p< ^;U}.4-(4-^ a n a i^-2-< /V')'^r V^—zW 
-2-1' /WJ-S-^ n p .6-(3-;a-=3f- y f ^7 zi'^^'T^ h\ RXJ^. 

-2--r /I'ys-^ n n ^.[4-( t K p ^yW) y / ]c:r n ^ :x7"^ h\ 

l.{3.^ C2 n.5-[(4-(4-^ d n ^;^:7 :/.2-^yV').5-{[(2R)-2-^ ^/Vk'n y - 

a a-5-[(4-(4-j^ n o^:t73i>'-2-l'/^)-5-{[(2R>2-p< n y 

^ /vjp* ^/v> v'— /w-2->f /i');*; /w^^^ /V']-2- if y 'f'jV)r 5 / ] . 

4.[{3-:5' P p.5-[(4-(4-^ n p^;?|-7ai>'-2-r/V')-5-{[(2S)-2-;^ ^/WbTn y i^^^'-l- 
>f /V] P< ^/V} ^ r y — /l'-2^'< /W^^-< yV'].2- tr y ^/V)T ^ / ] 

l-{5-[(4-(4-:J' p p ^;;^-:7 31 ;X-2-'f /W)-5-{[(2S)-2-p< ^/W If P y i;^>'-l-f /W] p« ^ 

/v>^Ti/*-/w-2-i'/w);&/w-?^^/w]-3-7>'w:^p-2-tf y e^/^if^y s;^>'-4- 

(l-{3-^ P p.5-[(4-(4-:5' p p 7 3^:^-2-^ yV')-5-{[(2R)-2-p< ^/Hf P y 

^/v}^T>^— /w2-^/v);i&/w^^>r>'V']-2-tr y i^>'V}r-€^t^v-3-i' 

(l-{3-^ P P .5-[(4-(4-:J^ P P 'f-^-p :/-2-^ /W)-5-{[(2S)-2-7« ^/W If n y -^^'^^-l- 
-Y /V]P< ^/^}^T >^'-7W2-^ /V'):^>'W-?^^ /P]-2- If y $^/V}T-^^i^ V-3-'l' 
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l-(3-^ n i3-5.{[5.{[^ -j-fn If/K^ ^/V)r 5 y f-/W}-4-(4-p< 

l-{3-^ D D-5-[(4-(4-^ D P^;^-7 3i:/'-2-'</V')-5-{[(3R)-3-p< ^/VtTci y i^i^-l- 

l.{3.^ p D -5-[(4-(4-^ o n f-iiry ^ >-2'^ /U)-5-{[[(2R>2-p< h V::/n If 
^y i;v-4-;i&/W2}?>'^^ 

l-{3-^ n n -5.[(4-(4-^ c d a l^-l-i /W>5-{[(2-p< h =3? t^ai^/l'X:?^ '^^^) 

l.{3-^ 13 p-5.[(4.(4.^ n P ^y$-y 3^>'2-4 Jl-y5-{[i^^ n^^i^/K^ ^y'U')T 5 
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(13) jfiL/MSii#^jSpj-C^%. m^<^9SBBl 1 (^fB4ftoS%«a^'l^. 

(14) iflL/h«^/>iS?&SK3^J-efc6. »3je(^«5ffll 1 icIBftftOESim^'^o 

(15) c-Mpi yjifi^K-cfes^ »*(^)«iiai ikcfm<Dm^m^^o 

?fc*5, ^ (I) "C^$tts^ii'&'i^icS3»ts A. Rx:^^ (III) -e^^tts 

^ (I) -c^^tus^b-^i^tc^sits R\ 3tt;5^ (III) -c^^tts 

tte^^tb-CVN-cb J;V^^S^SiT/^'3E^/^^b< fii/'jJ'nT/w^/V'-efcS^ (II)- 

J:t)0*b<f*. R" *S;^^/W-efci9. R"*S-?rtb-engm§nTVNT^>J:V>ig; 
ar/U'^/V'^L<«^'jJ'nT.'V"3r/^'CfcSj^ (II) "C^^nSS. X^t^^ 

^ (I) T?^$tt5'fb'g'ife|C*5»tS R\ RX^^ (III) -t?^$ttS 

J;«90*U<«. lo£J^±o/^^'^^^'-cS^Sl$^^TV^T1>J;v^'(£0r/^:¥/K 

X« 4-p<^/W^^>^3i>'.2-'<7W;J|Si?^UV\ *fc. ^ (I) -i?:^$nS'fb'^'^ 
{j:*3ttSR\ RXJ^^ (III) t?^$;^^-5^t:'a'^^t^l^o^t5R^<^0*Lv^SlJ<7)^ 
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^ (I) -e^^ns^fk-a-l^lJiisttS r\ RtJ^^ (III) -c^^ns 

r. r.t?, rgJ^Si^ WJ h -OH^ -O-R^H -OCO-R^^ -^fVa^^^^fV^ -C02-R^^ 
-CO-R^ 1 0X«2 0<DR2-eejfe$tbTV^T^J;V>:!&/W^^>f/W (2O0R2-T? 

0©R2■Cg^$tt■rV^T^><tV^T^/ (2 R^-CSIfe$tbS^^ -^rHb^ 
•CtS5&oTV^Tt><fcV^), -^IHCO-R^ -NHSCh-R^ loX«2 00R2-e 

it^$n"Cv^T^>J:VN;^/w:7r^-f/V' (2 R^-r^gm^ti/S^-^^ 

1^— -e %m^'JioTV^Tt)J;V^). .SO3H. -P(OXOH)2^ -P(OXOHXOR^)^ -P(0)(0R2)2> 
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m-^s •?:*Le>«|^— 't?t^J^Co-CVNT^>J:VN), -NHCO-i£0T/W^/K -NHSO2- 
J; V^) , -SO3H. -P(OKOH)2x -P(0)(OH)(0-iSiKT/V=¥>'V'). -P(OXO-iSjBiT/V'^/V')2s 

^ (I) 'Vm^fi^it^mK^ii-f^ R\ 3lT^^ (III) "C^^ttS 
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\cit^m±(Dmm^^-r^o *fc. :^mmit^m-t. t h c-mpi-Ba/F3 ^iiaii . 

^/K ^^/K T'ntVK -f y^^atr/K :/^/K VZ^'^JK sec-:/^/K tert- 
^ w:/<D^f=-i^>'^ oc-^:-!^:/, hy^^V':/^ xh^p^^V' 

iX^n^:/^/^^ i/jJ^n^^i^/K i/^n:^^^/^ i^^ n:/-7^r::/K 
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h'pyi^:/, if^yi^'v, r-^/^i^, T-/ij>. rVi-^ys T'^:^-y. • 
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mmtvxn. (a) (h) iz-^^fh^mib^mifhti^o 

(a) /M3'i^>' ; 

(b) -OH. -o-R^ -o-ry— /K -OCO-R^. ;t'afy (=0) ; 

(c) -SH. -s-R^ -s-rywK -so-r^ -so-ry— /k -so2-R^ -soi-ry-r- 

(d) loX{*2o(75R2■t?@^$ttTV^T'^> J;V^r -NHCO-R^ -NHCO- 
T y — yW. -NHCOa-R^. -NHCONH2> -NHSC^-R^n -NHSO2-T y — /W. -NHS02NH2. 

c=.hn ; 

(e) -CHOs -C0-R\ -C02H> -C02-R^ 1 oXJi2 0<^ R^-e®4fe$^^-CV^T 

(f) -OH. -O-^WLT/y^^/V, l03lfi20(7>i&j^T/l'^/W"T?eJSI$nTV^"C 

(g) -OH. -0-<S^T/W'^r/K 1 oXtt 2o(?5^£^T/^'S^>'^■ee^fe$^^TV^-C 

t>J;v^r5y. /M3yvS:t;?R2;6^^7:c§i^j;»9ai4R$tL6 io£;±©^r'^tb 

(h) _hfa (a) 7bm (g) l3i^$tL5»m*J:93e^$tt5logil±(^S-e 
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ti:*5V^TfP^$n5ittfeSi: LTtt. ±IB (a) (g) tc^$n5S;&s# 

lox^^2■ooR2-clam$^^-cv^T'^5J;v^T^/^ ^ (i i n -c^^h- 

/T?fcS#-^> ^(^2oC»R2tt|l]— (^^jO-efco-Cb. S'feo:/fc*><^)t?fcoT 

— X—Y— Z (III) 

i^:/. ifnyi;?:/. if^ye^:/, r-^^^:/. r^iji^^ T^Z-Ti^. T^:^i^^ 
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#)-c*>s^ (III) -VTik^^Mit^m^it, m^^'^wm^^^^xit. 

:>'n tr:^-v®?, ->=L^m. -rn^^Sfe, 3^>^gg, -vW:^^. 

(i)^L<{:i^(i 1 1) x^^Mit^mjn^^<Dmz.mm^fi^it^!i^. 

^^bT{*s Prog. Med. 5:2157-2161(1985)^c:|Bi^$tl.TV^5^^^ M)\\^JB 1990 
^TtJ rg^acoMf^j 5>^^tH63-198-<-i;?Jj:|aS$tLTVN5^dS^ 
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mmm) 

f£i£^mif^:iti)i'(*^. ^flh<OMm^tVX\tm^\ti^V-l^ (Greene) R 
Xf't^-yy (Wilts) ^^ rprotective Groups in Organic Synthesis (thiid edition)] (C|B 

(l¥^lS!ji£) 
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:*:i!i5tfef*. ^ (I) «b<fi^ (III) 
(XSA) 

*x@tt. -fb-g-itfei (lb) x\^^<oBLi!t:>immi¥ts it^m da) 
m (ic) ^a!i5t-r?)xm-cfc5o 

h y r /V (hobO #^£Tx i-oc^/wsks--:^^ ^y'wr ^ / T'n 

5 KJSSfe^ (WSC-HCl) i^V^ u^^^^^Vtl/V:^^^^ % h% 

(THF) Jfe ir©3i— r^'m ; B^^3i^/V (EtOAc) fjJif<7>3:;^7^/HIS ; T-fe 
h^^hy/V, N^-i?7( f^/VTjK/WAT 5 K (DMF) ^X/' jV>f.}Vi^^^y Y 
(DMSO) ?&^T^ ?^r*P7!rS^ii.Tfe6v^«^ 

(xmB) 

;*:xm«, (le) |[r^V^:/t-^>'-yfc (Maimich) ^/^?<lrffiV>T> {c^ 

m (Ic) O^Ti/— /WS^&ICT^ y^^/v^^^AU :^^m^t^^ (I) ^ 
b < (I I I ) ^SSati" -5 X^-e 6 o Albertson, N. R; J Am Chem Soc 1948, 70, 
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669.^y Bhaigava, P. N.; Shanna, S. C; Bull Chem Soc Jpn 1965, 38, 909.(::|Bi|ft $ fl 
(x@.c. XMD) 

*xmtt. it^m (ic) (r>'^Ty-/\^5m^r± h^i^^'^/i^m^MAvx 

it^m (id) tX.liL'^, m.m'^^Wr. it^m de) (e:<tS*;^«mS^SS:iS 

xi^^mt-^m (I) ^b<tt (III) «:$!i3ti--5xm"e*>So 

xmDo^mms^Stt^ 'fb;'^'^ (Id) tc^b. /^oyw^2J^jb;7K3!llS. ^ 

^i^^'fbTK^I^^ T-feb^hy/K DMF. DMSO ^ 

^^mTK^-^-hy l^A^(^i|;^|&S#^iT. 'fb-a-'^ (le) ^Irf^ffl^-^SdirJJiJ; 

^9^T5^^;5s-t?#s, /^^b\ K^&^ADJi^-^sifcjejiiis '^p«^/vr^/ try 

-^^^ (le) <l^^lPJ{^:fflv^Tt>J;v^„ ^^^\%m\^^i&Mz.)^^xmfi^^ii^. 
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PCT/JP2004/0 10440 



(2a) 



(2c) (2d) 



1) RT-H(le) 

2) iBTC 



O 

(1) «L<tt (III) 



(2e) 



:*:S!i5tife{*s ^ (I) ^U<f*^ (III) 'C^$tt5*^PJl;i#Sjk-g'«^ 
R'* R' $nT*5 fe-f , R» A ^ b < R'* B ^5^^ bTVN;fcV>^b-a- 
(X^A) 

;*:xmtt. 'fk'^i^ (2a) t^h-^m (2b) SrSS-a-*^. -fk-S-i^ (2c) ^mmir^ 
X^-Cfo 5o HAND, E. S.; JOHNSON, S. C; BAKER, D. C; J Org Chem 1997, 62 (5), 

So 

(xmn) 

m ^^T^ry— /l^Sr«lf|i-5X3S-efcSoOig. Sya. CoU. Vol. n, 1943, 31-32., 

%mm^'^^ 1992 ^Tij ^^Ammm\^^mmi 9j 431-435 -^-i^tJiiB^^tb 
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(xmc) 

(xaD) 

*xmtt. 'fk:-^'^ (lb) ^b-^'fe (2e) t^r% :^?^mit^m (i) 
^u<«: (1 1 1) sriSati-sxig-cfcSo mimmiMAkcmzxnv :i t 

(^3^)^) 

(CHjO);, 

£/)^K' , HCO2H iTV-k 

R^-^N Vr« — ^^^^ — - k^s«^/-yRa 

o o 

^"•^^^ (I) «L<I* (III) 

:^m^mit. ^ (I) ^L<«^ (III) -e^^ns^^PJtJi^Sjt:-^*^ 
©5t>s R'i: R='^b<«R*^ R';^SR»^^:J;t)5g=fig$^^TV^S^^S'^^^^i!iat-r 
S^fe-efcSo R":65 R2^b< « R'-.$R1?ii-5p«9^l^>'t bT#^-rSO«, 
±l5^il{cj; t), A^L<(*B;65p«^l/:x-t?fci9, r' ^ b < « R'* (II) 

(xmA) 

7|s:xmf*^ -fb-a-i^ (ic) ^fflv^ys:-^:/:=^$/ t^;^:^ffiv>-c. it-^^ (ic) 
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(/^ 

^''^'^ (1) «L<I* (I I I) 

■^m^m%. ^ (I) ^b<f*^ (I M) T?^^ttS:*:^PJ(c:^§^b'^'^ 

5, r" ;65 a ^ b < b -^pfl^r s em $ tv-c v >-c t j; v ^^mcTA^^ w 

^t.<ttR*;55^ (II) -C^^tLSS-CfeS^-^-CfeSo 
(X3gA) 

>js:X^(*^ Van Tamelin, B. E.; Knapp, Q C; J. Am. Chem. Soc, 77, 1860 ,1955.(^ 

R^ ^ u < « R'^ (d^^ UT2fe<^xs{-3i«)5 ;i ^ So 
t bT«. Mx.^^xmA{^:*3v^r. r' h \jx a 13 If y i?:/-3-^/K ^ 

m-cit, x@B©M. xmc<Dt&, ^L<fixaD<^Mjj:. ^mm^Rjt-i^x 

^e^f;:. ^ (I) ^b<(d:^ (III) -e:^$tv5V^<o;6^0'^t:'^^^«. Jit 
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^m'iSLmh'^m\-m^ fii'ft^^mmp^^my^'^^ ;i t j; d wk-r^ :ib^x 
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( i ) b h c.mpi-Ba/F3 mmmMvm 

96 »> ^ n :/ h (C, 2X10' cells/ml fc b c-mpl-Ba/F3 BJI^^. # 

»|g<7)1ftlife<b-8''telS:«^Dbyi: 10%4^1l&j«jfD.?Ilf'^:t RPMI1640 (100 jU/l^a: 
/V-) tCTS? 'C-tfJ^ilbyto i#IIIIB*&24NPlllJ^t!lWST-l/l-methoxy PMS (JWIS 

f^m^y h, mt) 10 iji/^^^u^miil.1to mijmnRxj^ 2 

A450/A650 ^ n^^l^— b y — (Model 3350: Bio-Rad) KXM 

5eu. 2N?ra-t?(^®3taf<^*S*PSr#tt»^^k'g''j^<^ii5fi»tta: b:fco -^(Df^^t:^ 

1 IC^-f o 

pot : A ('ft;'^-'^ A RXJ^ATPO ^^:43V^T« rhTPO) iDS^'cJNBJiaJim^ 

Efficacy: 'fb'6'«^A (^b-^f^ A;RU«rhTPO tJ:*5V>"Ctt ATPO) (D^izmmmMm 



mi) 



th c-mpi-Ba/F3 Bfi^mmm 






pot [nM] 


Efficacy [%] 




pot [nM] 


Effica(^ [%] 




4.3 


114 




8.4 


99 




2.0 


110 


lli(S^Jl53 


6.1 


99 




4.2 


103 


mmm2Z2 


4.4 


102 




3.3 


107 




4.6 


88 




2.0 


94 


mmmzzj 


3.2 


88 


HJSIMIOO 


2.9 


117 




3.2 


98 




3.1 


108 




4.4 


101 


IIJ6#I]104 


3.5 


105 


&mit-^mz 


2.1 


96 


HJiis^Jioe 


2.1 


112 




6.9 


96 




1.5 


112 




251 


95 




3.9 


95 




10 


87 




6.0 


87 


rhTPO 


0.012 


100 




3.6 


102 
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±^(Dm^x «9 .:^^mit^mi^^^ h c-Mpi ^ift-x^tc Ba/F3 mmmMwmt:^ 

(i i) e^^ncr^-j^^iEiif^lBiliJ^®^ 
b h CD34*^Jia^ MegaCult™-C (StemCeU Technologies Ifc) ^ffiV^T 2 weU 
chamber;^ 7^ KtCt^i^it^M^^T-e 10-14 PK. 37 *CT-itllb^o ^#<^ 
^mmKn^^X. JB^tK. ®^b:/S:!^. fei glycoprotein nb/ffla^^clJl-CS^febfCo 
^fe^ttfcg:^^^l&(^ 3 m&^±<omm^ l = n l weU fefc t) n 

100 (D'it^mt^ 34 nM, HJfe^TiI 104 <Dit^!^i!i^ 36 nM. HJfe^J 106 (D^t-^ 
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(i i i) 'rr>::^gp«:-^K|fe 

W&L ICR «^ :^ i;:. 0.5%p< '^jv^/vn —:^-A^mVi^xmfm U < (^ffil® $ -lir 
ytifei^'fb'&^I 3 mg/kg ^b<fi 10 mg/kg (Jtilft'fk'^'^ 1 3 ^^:*5V^-tl* 100 
mg/kg) SrjgPift^U^feio lft#2NFM^tJ:, JgfPT:fe#llilJ; 9 l7io^3.8%^3i 

^^m-r h y A sr^^s^j ^ uT^iL uyto 12.000 ipm t? 3 5^ra5a*i>:$>m ur^ 

h^lt^mt: 56 "C-C 30 ^^W^PtaUfctjCD^ ( i ) |B«feO t h c-mpl-Ba/F3 iNHH^ . 

ii5imiJ^<^>^ij:Sii^»-gr 0.3%. i%^u<tt3%jiiJt (Jt«^b'g'#ii~3i!i*5v> ' 
-c« 10%) .{!:j^jjsj:5tj:«]b. mfmn^^^ui^i^ti^ ^WLmt^m<om 

(^2) 



$iPlf3:-^Lfc^a)Jlllil9la>l=h o-mpl-Ba/F3 1 






tt#fi [mg/kg p.o.] 








3 


3 


' ^80 




3 


3 


^80 


llfi&M84 


3 


1 


^80 




3 


1 


^80 




3 


0.3 


^80 


ll3!ifi«i]ioo 


3 


3 


^80 


IIJi(5«IJl01 


3 


1 


76 




3 


1 


63 




3 


1 


63 




3 


1 


59 


HJfi^Jiso 


3 


0.3 


28 




10 


3 


24 


HKE^I 53 


10 


3 


29 


II!(5<51J314 


3 


3 


52 




100 


10 


<10 




100 


10 


<10 




100 


10 


<10 
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A-^h 5 3 mg/kg ^ L < f:i 10 mgAcg- J; 9 5 3%^3gReAT<^)^#J {21 

X^i&m& (10mg/kgp.o.) lc43VNTt>jNBJ!aJi5illStt«10%£;T-Cfeo^, 

^ (I) Xtt^ (III) 

m. mmm^])=^r-^^^m:^My^J>^^<Dmmm. ^"^im. mm^'s^m^t:^ 
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m^itl^mT^^. suify^,v (EtOH) Sr-^tfo c:oa^«^«^fi5tt?Ji:#3R^JJBjl^ 
KmmU ®«^Joj;5'te*tlb^J> ■H■l*?f^J^ m^fe^Js 5^«iJ. ^UM^^^X. 

n.. mmn. %im. ^m\. ^^n. ^mmmmomm\^^hx\^xh 

j:v\ m^ttMx.«r/^^7"yri!fe®:7w'/^i5'-*5iti«ia. ^•mn(ou^y. 

5i^i^PlS-^<^#^. 1 0<^1S-^S«^ 5^ 0.0001—50 mg/kg. 

b< \t:m 0.001~10 mg/kg ;OSji^-e. $ bl^l^^ b< « 0.01~1 mg/kg 

-^f*. 1 P (OlSL^'^\'tW-M.tfo1t. 0 0.0001—1 mg/kg. ^if^ U < 0.0001—0.1 

mg/kg ^osji^t?. 1 0 1 mib^w^mKn^ityx-^^-r^o ist^mtmk. 
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0mm 1 

3,4,5- h V y^i^:i'ti^BmWt<ODMF$^m\^mm:A V A.H^br V /wSr^P^. 

V y :j^=^ji^:^:^y ^ » /-^^i^^i^i^ mmS) ^M^. eomximm. mm.x 

4-[4-(^ h=3fi^;«7/UJ}?^/V')fcr-<y i^:^-l-f /V']-3,5-i^:7/V^n^^$®?S:# 

^i^-^^J 2 

V iJ^i».3-(tert-::/^/ve;?^ ^/v->y /v;^-saf'>)::^a fcr/w:^n ^ K^J!JP;t 50 
##^J 2 (O^fe IrI^Ij: bT^ 3 Ki^-tmnm 3 - 4 Sr. ^tl^tlMJ!^--r^ 

60 °C-ei8^rBm^bs 3-:7/W;^n^-lf^7i^i^-l-'l'/W^S#@? 
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4-$?p< ^/vr ^yyfV 5?:^SrAP;^^ ^M-C 10 ^WSK^^^b. 4-[2-7yV:*-ci-4-(;»^ h 
##^J 6 (Dit^<D DMF *jS??RJC N-^ a n ^ V^f 5 KSr*a;tx ^M-C 3 

m^m 1 2 

1 1 (Oit'^m(0 MeOH ^?iKte:l&^b^:^::^/v.^;&P;t. ^tajcT 22 
js^b. 4-[3-(^ h'¥i/':*/w;a?=/v)yn>}f'3f'>']-3-:7/P;*-n^S«mSr#:fe:o 

Rf :##^J#-^, 

Data : (MS : FAB-MS(M+H)* ; MN : FAB-MS(M-H)- ; MM : 

FAB-MSCM)") ^ 

R. R\ R\ R\ X. Y : — (Me : p« ^/V. Et : =^^;V, iPr : 

yyn If/K cPr : nzfn tT/K nBu : J A^^fVff-fV^ ffiu : ^ y 
tBu ; iS' — i^ir y ^zf^jv^ Ph : ^o^^iy'l', Py : try i^^/K Boc : tert->^^/W;*-de 
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^y-^ jx^'^s.jv^ The : azet : T'^^i^^'-l-'f/W^ pyrr : bTn y t^i^-l- 

^^'K pipe : If^P i^i^-l-^/K pipa : tf^7 i^V-l-^/W, mor : ^/PtJ^ U >'-4- 
^>'K TBS : >^ y — :/^yWi^p<^yV'i^y/K di ; '^^o SmS<^StI©»^tt 
BifeiafllSr^L. t«goT^ *W;t»f 3^-diF-4-(4-Et02C-pipe)Ph 3.5-i^7/U;e-o 
^(4-31 h^i^jt;/^:^?;^/^^^^ ■^V.l-^/V)7ai=iyWJSr. 4-Me-2-The 4-^^ 

(^3) 




Rf 


R\ R^ R 


Data 


1 


R'=F. 


R^4-Et02C-pipe, 


R'=F. 


R=H 


MS;314. 


2 


R'=a. 


R=^TBSO(CH2)30-. 


.rM_ 


R=Et 


MS;391. 


3 


R^= OMe. 


R^TBSO(CH2)20-, 


R'=H. 


R=Et 


MS:355. 


4 


R'=F. 


R=^EtOjC(CH2)30-. 


R''=R 


R»Me 


MS;285. 


5 


R'=F, 


R^ pipa. 


R'*=H, 


R=Me 


MS;239. 


6 


R'=F. 


R^ 4-Boc-pipa, 


R'=H, 


R=Me 


MS;339. 


7 


R'=C1, 


R^ 4-Boc-pipa, 




R=Me 


MS;373. 


8 


R'=C1. 


R'^TBSO(CH2)30-, 


R'=F, 


R=H 


MS;363. 


9 


R'=C1, 


R^ 4-Boc-pipa, 


Rj=F, 


R=H 


MS;359. 


10 


R'=OMe, 


R^TBSO(CH2)20-, 


R'=a 


R=H 


MS;327. 


11 


R'=F. 


R'^H02C(CH2)30-, 


R'*=H, 


R=H 


MN;241. 


12 


R'=F. 


R=^Me02C(CH2)30-. 


R'=H. 


R=H 


MS;257. 



##^J 1 3 

m^x 2 f^mm^ j>.i^^mco •:fnj^w-(o Eton wmzMM.x'f-^mM-^ 
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Rf 


R 


Data 


13 


CI 


MS;217. 


14 


Me 


MS:197. 



1 5. 

1 5 (D:^m t w\m^ \^xm 5 ic^-r##^j 16-22^. ^tb^^x^ 




Rf 


R 


Data 


15 


5.6-diCl-3-Py 


MS:390. 


16 


2-MeO-4-Py 


MS;352. 


17 


3,5-diF-4-(4-Et02C-pipe)Ph 


MS;512. 


18 


3-Cl-5-F-4-TBSO(CH2)30-Ph 


MS:561. 


19 


3-Cl-5-F-4-(4-Boc-pipa)Ph 


MS;557. 


20 


3-Cl-4-MeCK;H20-Ph 


MS;41S. 


21 


3-MeO-4-TBSO(CH2)20-Ph 


MS;624. 


22 


3-F-4-Me02C(CH2)30-Ph 


MS;455. 



##^J 2 3 

/V'^;!)n;t. 70 'CT' 16 ^ra^#U l-(3-^ n n-5-{[4-(4-i^ n P^;^73i:x-2--f 
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(^6) 




Rf 


R 


Data 


23 


4-Et02C-pipe 


MS;511. 


24 


3-Et02C-pipe 


MS:sn. 


25 


3-Me02C-pyiT 


MS:483. 


26 


(RVS-MeOjCCHzO-pyrr 


MS:S13. 


27 


4-Et02CCH2-pipe 


MS;525. 


28 


2-Et02C-mor 


MS:S13. 


29 


(S>3-Me02C-pyiT 


MS:483. . 


30 


3-Et02C-azet 


MS;483. 


31 


4-fBu02CCH20-pipe 


MS:S69. 



#%^3 2 



l-(5-r "fe h ^/V-4-(4-iJ' P P 31 /V)^T /V.2- 
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(Ml) 




Rf 


X,Y 


Data 


32 


X=N. Y=C-C1 


MS;S83. 


33 


X=C-F. Y=C-F 


MS:S84. 



(^8) 




Rf 


R 


Data 


34 


pipe 


MS;487. 


35 


nBuN(Me) 


MS:489. 



##^J3 6 



##^J 1 9 (D-ftl-a-l^© ^ CI o ^/vX-EtOH JS-^^lgetJ:, :*J^T 4M HCl-EtOAc 

fee 

##^J 3 7 

##^J 3 6 <Dit^m(D DMF y !^ A, :/a^g^m3^^/vS::j!jpxL^ 

m.iCX 23 ^^1t# [4-(2-i{' n o ^.{[4-(4-:^' n n V-2-1' /V')9^T 



wo 2005/007651 



37 



PCT/JP2004/010440 



(^9) 




Rf 


R 


Data 


36 


H 


MS;457. 


37 


EtOjCCHz 


MS;543. 



3 8 

2-T 5 / -4-[3-( h ]) 7/1^:^ o a ::i/U]^T V'— /W. d n = a ^ " 

T? 15 l-p-ii' o n -5-({4-[3-( h ^ n p< ^/W):? 3. c^/V-j^T 

3 8 l^ittc UT^ 1 0 KT^-t^^m 3 9-40 ^MJt-t^m 

mi 0) 




Rf 


R 


Data 


38 


a-FsC-Ph 


MS:539. 


39 


4-F-Ph 


MS:489. 


40 


4-Me-2-The 


MS;491. 



l^^fc UT^ 1 1 4 2 Sr. ^tL^*^^^i^?t- SM^IsfSr^ffl U 
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mil) 




Rf 


R 


Data 


41 


HO 


MS:483. 


42 


MeCbCCHiNH 


MS:S54. 



##^J4 3 



^iatcT 1.5 nfm^\^s i^-ih^^ ^^'^^'^ ^'^-1-^ ^^)^rv—/vJi.y( ;v\ 

##^J4 3©'fb'&i^<^DMF^S5?S{C, N-(t^^y i;?>'-4-Y/VH y=:-<=i^:/^ 
:x.^fV:s^7s7-fV N-(tr^y i^-^A-^ fV)y{ y c=.^<=if=-^^^ ^ y:/n fcT 

(^1 2) 




Rf 


R 


Data 


43 


PhO 


MS;337. 


44 


4-(4-Me02C-pipe)pipe 


MS;469. 
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##^J4 5 

/V : zn^/V3:;^7^;l. 3 : 2ii'&'i&) S^ttl36m5|S^i: U^#^J 1 3 O^^lfei: l^tRtJl 
bT^ «1 3{j:^i-##^f!|4 5Sr$ll5tb;/t, 

^#«aj4 6 

#%^J4 7 

##«RJ 4 6 <Di\:^m(D DMF ^td. :/^>'l'^ ^/VT 5 WSC-HCU HOBU 

y -4.(4-^ n o ^/-l-f >'V)^T ^ — /v-S-f jv}r± hT^ K«r#:feo 

##«aj4 8 

##^J4 9 
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Rf 


r\r2 


Data 


45 


R'=»ROjCCH2(R:Me:Et=3:2). R^H 


GC-MS;288.302. 


46 


R^=H02CCH2. R^H 


MS;275. 


47 


R^= nBuN(Me)COCHj. R^ H 


MS;344. 


48 


R'=nBuN(MeXCH2)2. R^H 


MS:330. 


49 


R^= nBuN(MeXCH2)j. R^ 5.6.diCl-3-Py-CO- 


MN;501.503. 



##^J 5 0 



mnms 1 

^0^m 5 0 (D^t-^m<D THF-EtOH ^^^1^1. h ^ Jc^/l^T ^ 10%/^7 
(^14) 




Rf 


R 


Data 


50 


CI 


MS; 331. 


51 


H 


MS; 297. 



^mommm 3 1 mmz. L>xm 1 5 K^-r^^mm 52-53^. mmm 1 5 
t mm^ LT^ 1 5 5 4 ~ 5 e ^^(DmMm 1 1 mm^ u-c 

^15 K^ir^mm 5 7-64^. ^ti^'tiMJt^-r^mnt^mm uxisiat ufco 
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(*15) 




Rf 


R^ 


R* 


R3 


Data 


52 


H 


4-Cl-2-The 


5-Cl-6-(Me02C(CH2)2N(Me)>3-Py 


MN;471. 


53 


H 


4-Cl-2-The 


5-CI-6-(MeOiC(CH2)iN(Me)>-3-Py 


MN: 483. 


54 


H 


4-Cl-2-The 


5.F-6-(4-EtOiC-pipe>3-Py 


MS: 495. 


55 


H 


4-Cl-2-The 


3-FiC-4-Me-Ph 


MS: 403. 


56 


H 


4-Me-2-The 


5,6-diCI-3-Py 


MS: 370. 


57 


iPrNOMeV 


4-Cl-2-The 


S.6-diCl-3-Py 


MS: 475.477. 


58 


iBuN(Me> 


4-Cl-2-The 


5.6-diCl-3-Py 


MS: 491. • 


59 


2-Me-pyiT- 


4-Cl-2-The 


5.6-diCl-3-Py 


MS: 487. 


60 


(S>2-Me-pyn^ 


4-Cl-2-The 


5.6-diCI-3-Py 


MS: 487. 


61 


(R)-2-Me-pyir- 


4-Cl-2-The 


5.6-diCl-3-Py 


MS: 487. 


62 


iBiiN(Me> 


4-Me-2-The 


5.6-diCI-3-Py 


MS: 469. 


63 


cBuCH2N(Me> 


4-Me-2-The 


5.6^iCl-3-Py 


MS: 481. 


64 


2-Me-pyrr- . 


4-Me-2-The 


5.6-diCl-3-Py 


MS; 467. 



mmmi 



^l^S-'ir a a .5-{[4-(4-^ n n ^;^-:7 * J\^)'^T ^ — /i^]:f3/l^y<^^ 
;v).2.\i y i^i^-4-:«;/v#>'K 3^'f-jva^:^'rjv 150 mg \zJSm. 3 ml> 

^v/PAT/vy't K7K^^(36%)24 ^1. N-:;^^/v-N-p« ^/wr 5 47 Hi ^Imx. 

mm^m=^\.. mhfifz.nm.^-^^-^i^ : EtoAc c? : i~5 : d ^m^mmtir 

>r/W}-3-:^' n n-2-lf y i;?/U)tf^i; v?>'-4-;*/V2KV^ 147 mg 

l-(5-{[5-[(T-fe h ^/lx']^(4-iJ' n n :/.2-^ /V')^T /V-2--r 
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107 mg O EtOH 6 ml HS^StSl- N-(2-^ h dr ^/l/T ^ 39 jU. hV 

^'f'/vr ^ V 51 nU 4-(i^^ "f-JVr %J)\*^) t^i^ 23 mg S:JP;t. 50 "C-C 2 IN?W) 

w^\.iiL, mk^m^\^i^<n>%m:^mkimiry\)^h.imwL^ix^^. EtoAc 

l««r®*b> #e>^^:fe:3S^SS:-*^M^V : EtOAc (10 : 1-3.5 : 1) ^n^WSkh 
y :j{7 ff?vfi 9A^i3-^h^^7 7>f — m J: l-{3-;J^ n p -5-[(4-(4- 

/v-2-^/v):;&/i^/-?^^/w].2-fcry ^:?/w}fcr^y i^i^-4-:*>'w:a?>'®K ai^/v^:;^ 

l-[3-^ VL XI -5-({4-(4-^ n n :/-2-'1' /V'>5-[( n -ff-fVT 5 / )^ ^ 

/wj^ry— >'v-2-^>'H;!&/w^^-r/w)-2-fc'y i;?/v]tr^!; i^>'-4-;<;/V3j?^^i^ 

79 mg © 1.2-S^^ n o ot^ 2 ml m 35% Jj^/^-r y 110 jU^ SIS? 
76 ^1 «r*P^. ^ta-e 1 ^Wit#b^^. NaBH(OAc)3 45 mg Sr^P^^tfC 1 i^K 

brine ic-C^aM^?5feil^^. mm:rY')t^J^'rimk\^1t.. ^iiS:©*^. 

ix'y ;*yyV;i7 7A^n-^ (^'Sff-V : EtOAc=4 : 1~2 ; 1) \z.Xll^ 

j^U 58 mg <^ l-{3-^ n n-5-[(4-(4-^ xxxi'f-ir-y oL^y-l-^ jVyS-Wy^ "^-Zf^jV 

(p« ^/w)T 5 ^yui^ry— >'v-2-'f /V');«7/w^*'f /V']-2-tf y i^^/v} tr^y 

'yA-'^J /^^f^'y^ 31^/1^31;;^ T^/VSr^ife:, 

5,6- ^ n n .N-[4-(4- ^ n a 7 m >'-2-^ /V)-5-( hf ^ y i^-l-^ ^ 
/V'>1,3-^T >'V-2->f =1 ^ 5 K 413 mg © THF 5 ml V =-^^ 
^V^aag-yH.3ml'Sr;tlP;t. 5 0r^^#U^„ ^JET^jSS^|g*Ufc©^,iafP^ 
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EtOAc (4:1'>'3:1) ^f^mf^mt-t^UV :itj^/V:^ 9 J>,ir u-r h ^9:7 ^ 

X 9 l-(3-:J' n n .5.{[4-(4-^ n n ^'-a-f /W^S-Clf ^ y ^ ^ 

468 mg Sr#:fe:o 

l-{3-^ n o -5.[(4-<4-^ n n a >'-2-=^ yV-^S-iKl-p^ h ^ 

;«;/P5j?>'®J 3:^yVai;^-7^/W 76 mg <D EtOH 1.5 ml ISiS^lJ: IM TkWt^ti- h V ^ 
A;?k^0.4mlS:*P;t. 60 *Ct? 2 ^KSK*^ Uyt, ^MlJlX IM tSK 0.6 ml. tK 
0.5 ml SrJn;t. ^C^itmSrit^b, 50%:^^ y -/V:^vm^VfCo ^iET^M 
Uv l-{3-^ n p-5-[(4-(4-^ ux2^:^y x.:yJi.^ jvys-iiil-:^ hde^/m^/W)(p{ ^ 
/V')T 5 y ];?< ^/i'}^T /v-2-^ /V'):*/w<^^ /u]-2-i^ P i^/V} bT--^ y i^>'-4- 
;<;/V'^ Jt^it 73 mg ^#fc„ 

f^yw [4-(5-{[5-{[:^5^/K;^ ^/V')r ^ y ] ^/V}-4K4-^ n n ^;^:7 V-2->f 
/V')^T /V-2-1' /l^];*/^/^^^/^}^-^ a a-2-l^ y i^yV')-2-:*-=3r V t:'^7 
-W/W]T-fet?— h 128mg<DTHF5ml^^le:7K^'fb2l^>>m-^-hy e7A19mgS: 
*P;tiSi^T3Si5fc blfeio MeOH 128 mg THF 2 ml tC^j?? bfc^lSSrt^o 

^T^ItSrl?*b#^)nfc^^Sr^ nn-^/VM. : MeOH (99 : 1 ~98 : 2) 
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m^X^tio nhtlitmmi: EtOAc \Z^mL. AUUCl-EVOAc^m^^^^Wm. 
/\^}^4.^ n n 7 » >'-2-^ /V')^T /W]-5-^ n n -6-[4-(2- li K 

vj^^/w).3-;t'^ y fcr^7 i^:/-i--r /v-j^a ^:^r ^ k is mg *#^o 

132 O^b-S-^^ 40 mg ^ MeOH 6 ml KmM U mmki: 1.6 ml An;t 2 

f^mmwi^fc^. mm'^. ^mm^^m. EtoAc"t?j5fe?^b. 32 mg o n-[5.{[:/ • 

/P]^(2.t KndE^5/7< hdri/)-3-^ >^5/'<>'Xr^ K it^i&«r#yi:, 

l-{3-^ n o-5-[(4-(4-^ n n^:^'7 su-y-2->( jvys-iK?-:^ V^^y-fn tr/W)(^^ 
jvyr ^ y ]^ ^/^}^T /w-2-< ;V)^;V/'^'^y( ;V'].2-t' y i^/w> if ^ y i^? v-4- 
;!??/WsJ?i^^ 52 mg <D THF 2 mlJC ^'f-jVT ^ 30 jU. ^/U-Jf; y 

i^30nl> WSC-HC145mg. HOBt30mg ^J!jP;tM-t?— Ifeltl^blfeio KJS?Sl!:j5' 
nn5j>/PA^^Px.> l&fP^^7K^•:^^y !>-t.7K^^^^ brine l^lT^aig^Sr^ 

o-^h^^y^t^ i^m^: ^onjJs/WA :MeOH=100: l—SO: U ^^"^-^ : 
EtOAc=2 : 1, ?feV>-ej^ n n:^;/^^ : MeOH=20 : 1) }C-C*ti^U^ i^ai^/Vrc— 
2 ml (j:®!^ 4 N HCl-EtOAc 2 ml ^m^^^WSi U 25 mg O 5-^ 

u n .N-(4-(4-:^' u u ai V-2-^yV)-5-{[(3-;?« h tT/V-X^t f^/V)T ^ 

19 0 (Dit^S^ 188 mg tC, 4M HCl-i^;^=ar1^:/^^ 3 ml ^Mk., 50 
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160 mg OI(l-{3-^'nn-5-[(4-(4-:J'nn^;i-:73i>'-2-^/W'>5-{[(2-;>< hdf-t^ai^ 

MMM 1 0 

2 3 (Dit-^^ 200 mg ^ lUij^ 5 ml J^l^A? j?< h ^ ^ysu^iVT X^^yiyH^ 
35%2J^/V"^ y V Hi ^^D;t 70 'C-C 15 ^WJfti* Lfeo K^^Wi^WM^. ^ o n 
J^/VA^*D;t. «&fP^®?7Kl^"^ h y •>i>^7K^^S^ 7K^ brine ^c-C^^®<l^^fe^^=^^ 

: EtOAc=5 : 1—3 : 1) tZLT^tSSiU llOmg O l-{3-^ o n 
-5-{[7- tJ' P 13 -5-(2- ^ Y^=yzc.^ /W)-5,6- t K n -4H- 'f'T V n [5,4-c] ^ a:- ^ 
[23-e]T-^lf >'-2-^/l']:5{;7W^-t^/W}-2-tf y i»'}-4-;!{7/VJj?V^ 

. HKB^aj 1 1 

6-K2-T 5: y :r,^)Vyr % J ]-N-[5-{[y^/K^ ^/W)T ^ y ]7< ^>>V}-4-(4-:^' n u 
<?^:^:7 a /V')^r /V.2-^ /W]-5-i^ o D 3 ^ VT 5 K Hi^^^ 100 

mg THF 5 ml \zmn h y :r.^)Vr ^ >- 85 ^^lO^ 0 'ClJl^'^iP Ul/to 
^tSlCpi jS' ^^:^;Vi!r^=-fVi7 n y K 13 ^1 «r*D^T^?a-C 2 ^raSI#Ufc„ mm 
^Mz."^^. iJ^nn^/WA-CjAWb. tK. brine •T?^a;i^Sfe^#^^. m.^^^ 

n t3 i^fX^h. : MeOH=10 : 1) L 75 mg (?D N-[5-{[>^^>'K;^ ^/t')T 
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R : — i»!^4»©it#tS (nPr : //l^-e/WT'n tT/V, cBu : n^^/W, cHex : 
^o^dri/yv^ MOM : ^ h^p-t^^^/K Ac : T-fe^/K Ms : ^ ^ >';^/WaJ^=i 
/W. THF : 7" h 7 t Ko 7 U /K THP : ^ h 9 t Kci bf 7=->'W)o 
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(^16) 




Ex 


Syn 


R 


Data 


1 


1 


nBuN(Me)- 


MS; 610. 


2 


2 


MeO(CH2)2N(Me> 


MS: 612. 


3 


3 


cBuN(Me> 


MS; 608. 


4 


4 


pipe- 


MS; 608. 


12 


1 


Me2N- 


MS: S68. 


13 


1 


pynr- 


MS; 594. 


14 


1 • 


mor- 


MS; 610. 


15 


1 


4-Me-pipa- 


MS; 623. 


16 


1 


4-cHexH}ipa> 


MS; 691. 


17 


1 


EtjN- 


MS; 650. 


18 


1 


EtO(CH2)2N(Me)- 


MS; 626. 


19 


1 


(2-THF)CH2N(Me> 


MS; 638. 


20 


1 


nPrO(CH2)2N(Me> . 


MS; 640. 


21 


1 


EtO(CH2)2N(Et)- 


MS; 640. 


22 


1 


iPrO(CH2)2N(Me> 


MS; 640. 


23 


1 


4-(3-F-pyiT)pipe- 


MS; 694. 


24 


1 


MeO(CH2)3N(Me> 


MS; 625. 


25 


1 


MeO(CH2)2N(Et)- 


MS; 626 


26 


1 


(2S,6R)-2,6-diMe-mor- 


MS; 638 


27 


1 


4-Et02C-pipe> 


MN; 678. 


28 


1 


iPrN(Me> 


MS; 596. 


29 


1 


2-Me-pyrr- 


MS; 608. 


30 


1 


(S)-2-Me-pyrr- 


MS; 608. 


31 




(R>2-Me-pyrr- 


MS; 608. 


32 




(R)-3-Me-pyrr- 


MS; 608. 


33 




(S)-3-Me-pyiT- 


MS; 608. 


34 




3-EtO-pyrr- 


MS; 638. 


35 




4-MeO-pipe- 


MS; 638. 


36 




3-MeO-pipe- 


MS; 638. 


37 




(S)-2-MeCX;H2-pyrr- 


MS; 638. 


38 




(R>2-MeOCHrpyiT- 


MS; 638. 


39 


2 


(R>MeOCH2CH(Me)N(Me) 


MS; 626. 


40 


2 


(S>MeOCH2CH(Me)N(Me) 


MS; 626. 


41 


2 


azet- 


MS; 580. 


42 


2 


Azepan-l-yl 


MS; 622. 


43 


2 


Azocaft-l-yl 


MS; 636. 


44 


2 


Azonan-l-yl 


MS; 650. 
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(^1 em^) 



Ex 


Syn 


R 


Data 


45 


2 


i^AMVCUl* 1 "V I 




46 


2 






47 


2 






48 


2 






49 








50 


9 






51 








52 








53 


0 






54 








55 


^ 






56 


2 


(3-THF)NH- 


MS: 610. 


57 


2 


MeOCH2CH(Me)NH- 


MS; 612. 


58 


3 


(4-THP)N(Me> 


MS; 638. 


59 


3 


(3.THF)N(Me> 


MS; 624. 


60 


3 


MeOCH2CH(Me)N(Me> 


MS; 626. 


61 


3 


cPrN(Me> 


MS; 594. 


62 


3 


iBuN(Me)- 


MS; 610. 


63 


lb 


(R)-(MeO)(Me)CHCH2N(Me> 


MS; 626. 


64 


10 


(SHMeOXMe)CHCH2N(Me> 


MS; 626. 



(^1 7) 




Ex 


Syn 


R 


Data 


5/HCI 


5 


MeO(CH2)2N(Me> 


MS; 584. 


65/HCI 


5 


MejN- 


MS; 540. 


66/HCI 


5 


pyrr- 


MS; 566. 


67/HCI 


5 


mor- 


MN; 580. 


68/HCI 


5 


4-Me-pipa- 


MS; 595. 


69/HCI 


5 


4-cHex-pipa- 


MS; 663. 


70/HCI 


5 


EtiN- 


MS; 568. 


71/HCI 


5 


iiBuNOvIe> 


MS; 582. 


72/HCI 


5 


EtO(CH2)2N(Me> 


MS; 598. 


73/HCI 


5 


(2-THFX:H2N(Me)- 


MS; 610. 


74/HCI 


5 


nPrO(CH2)2N(Me> 


MS; 612. 


75/HCI 


5 


EtO(CH2)2N(Et> 


MS; 612. 


76/HCI 


5 


iPrO(CH2)2N(Me)- 


MS; 612. 


77/HCI 


5 


4-(3-F-pyrr)pipe- 


MS; 667. 
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(^1 im) 



Ex 


Syn 


R 


Data 


78/HCI 


*y 






79/HCI 


•J 






80 






MM* ^f\Sl 
IVL1N9 OUo. 


81/HCI 

w 1 / nv/i 














Mo, DVo. 






flzct- 


JVlo, 


84/HCI 




/\z6pan* 1 *y 1 


JVlo, 


85/HCI 


D 


/VZOvau* i "jr 1 


IVlo, Olio. 


86/HCl 




A <T/\vmn^ 1 _« r 1 
AZOnCul" i "jr 1 


XVao, 0ZZ« 


87/HCI 




A •y0f«an_1 




88/HCI 




^ziVfOo j-z,oHiuMie-pipe- 


MO9 OUo. 


89/HCI 








ao/HCi 


< 




IVLOy OUo. 


91/HCI 




MpH/'PH^V'MH- 
iVicv«^^^n2/2A^ ** 




92/HCI 


< 


cPrMH. 


MM* 

IVI1N9 ?^u« 


93/HCI 






MM* 


94/HCI 


< 


rT4Av-"MT4- 
vI16A**INn* 


MM* 


95/HCI 




LrriNjrX" 


MM* 


96/HCI 






MM* KAA 
XMuN, dOO. 


97/HCI 


< 




MQ* tf^in 

JViOj OIU. 


Q8/Hni 






MQ» <0/C 








JVLa, 07O. 


ino/Hni 

1 Ilwl 




CDuJNViVlcJ- 


JVLo, DoU. 


1 w i/nv/i 






MQ* <#CA 

^oo. 




< 


pipe- 


JVllN, D /o. 


1 ww/liwl 






MQ* <fiO 


1 w*T/ n wl 






MQ* 

Ma, DOo. 


1 w\//nwi 




z-ivie-pyiT- 


MQ* <fin 
Mo 9 DoU. 


1 0fi/Hf^l 
1 v/v/riwi 




v.07"^~JVie-pyiT- 


M09 DoU. 


in7/HCI 




v^iv^z-jvic-pyrr- 


MQ* 

Mo, DoU. 


108/HCI 


5 


fR V3 -Me-n vrr- 


MS' 580 


109/HCI 


5 


(S>3-Me-pyrr- 


MS; 580. 


110/HCI 


5 


(R>MeOCH(Me)CH2N(Me> 


MS; 598. 


111/HCI 


5 


(S>MeOCH(Me)CH2N(Me> 


MS; 598. 


112/HCI 


5 


3-EtO-pyrr- 


MS; 610. 


113/HCI 


5 


4-MeO-pipe- 


MS; 610. 


114/HCI 


5 


3-MeO-pipe- 


MS; 610. 


115/HCI 


5 


(S>2-MeOCH2-pyiT- 


MS; 610. 


116/HCI 


5 


CR>2-MeOCH2-pyrr- 


MS; 610. 
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(*18) 




Ex 


Syn 




R2 




Data 


117 




MeO(CH2)2N(Me> 


4-(Et02CCH2)pii)a- 


CI 


MS; 644. 


118 




iiBuN(Me> 


4^t02CCH2)pipa- 


CI 


MS; 642. 


119/HCI 




iiBuN(Me> 


HO(CH2)30- 


CI 


MS; 546. 


120/HCI 




nBuN(Me> 


AcO(CH2)30- 


CI 


MS: S88. 


121 




iBuN(Me)- 


Me02C(CH2)30- 


H 


MM: 554. 


122 


2 


Azocan-l-yl 


4-Et02C-pipe 


F 


MS; 637. 


123 


2 


nBiiN(Me> 


4-Et02C-pipe 


F 


MS; 611. 


124/HCI 


5 


MeO(CH2)2N(Me> 


4-(H02CCH2)pipa- 


CI 


MN; 614. 


125/HCI 


5 


nBuN(Me> 


4-(H02CCH2)pipa- 


CI 


MS; 614. 


126/HCI 


5 


Azocan-I-yl 


4-H02C-pipe 


F 


MS; 609. 


127/HCI 


5 


nBuN(Me)- 


4-H02C-pipe 


F 


MS; 583. 


128/HCI 


S 


iBuN(Me> 


H02C(CH2)30- 


H 


MN; 538. 



(^1 9) 




Ex 


Syn 


R^ 


R2 


R3 


Data 


7/HCI 


7 


nBuNGVle> 


HO(CH2)20- 


OMe 


MS; 510 


129 




nBuN(Me> 


OMOM 


CI 


MS; 514. 


130/HCI 




nBuN(Me> 


OH 


CI 


MS; 470. 


131 




nBuN0t4e> 


Me02C(CH2)30- 


F 


MS; 554. 


132 




nBuNGvfe)- 


TBSO(CH2)20- 


OMe 


MS; 624. 


133 




nBuN(Me)- 


Me 


CF3 


MS; 502. 


134/HCI 


5 


nBuNGvIe)- 


H02C(CH2)30- 


F 


MS; 540. 



51 



(^2 0) 




Ex 


Syn 




R2 


Data 


6/HCI 


6 


nBu 


3-ox(Ht-HOfCH')V>-niDa«- 


MS- 597 

IT AW? y 7 / • 


11/HCI 


11 


nBu 


MsHNrCHiV>NH- 




135 


1 


nBu 


3-Me09C»Dvrr 


MS' 582 


136 


1 


nBu 




MS- 612 


137 


1 


nBu 


C S V3 -MeOoC-ovrr- 


MS- 582 


138 


1 


nBu 


3-BtOoC-azet- 


MS- 582 


139 


1 


nBu 


4-(tBu09CCH90)DiDe- 


MS- 668 


140 


1 


nBu 


2-EtO'jC-mor- 


MS' 612 


141 


1 


nBu 




MS' 65*) 


142 


3 


nBu 


4-OH-4-EtQ>C-oine- 


MS' 626 


143 


3 


nBu 


tBuO>CfCHoY>NH- 


MS* 508 


144 


3 


iBu 




MS- 5Q6 


145 


3 


iBu 




MS* 584 


146 


3 


iBu 




MS' 5QR 


147 


3 


iBu 




MS* 584 


148 


3 


iBu 




MS- 584 


149 


3 


iBu 




MS' 57n 


150/HCI 


4 


nBu 






151/HCI 


4 


nBu 




MS* ' 


152/HCI 


4 


nBu 


MeO(CH2)20(CH2)2NH- 


MS; 572. 


153/HCI 


4 


nBu 


3-oxo-pipa- 


MS; 553. 


154/HCI 


4 


nBu 


H2N(CH2)2NH- 


MS; 513. 


155 


4 


nBu 


4-(4-Me02C-pipe>pipe- 


MS; 679. 


156 


4 


nBu 


3-oxo-4-Et02CCH2-pipa- 


MS; 639. 


157 


4 


nBu 


Et02C(CH2)3NH- 


MS; 584. 


158/HCI 


5 


nBu 


H02C(CH2)3NH- 


MS; 556. 


159/HCI 


5 


nBu 


4-(4-H02C-pipe)-pipe- 


MN; 663. 


160/HCI 


5 


nBu 


3-oxo-4-H02CCH2-pipa- 


MS; 611. 


161/HCI 


5 


nBu 


3-H02C-pyiT- 


MS; 568. 


162/HCI 


5 


nBu 


(R)-3.(H02CCH20>pyrr. 


MN; 596. 


163/HCI 


5 


nBu 


(S)-3-H02C-pyir. 


MS; 568. 


164/HCI 


5 


nBu 


3-HC)2C-azet- 


MS; 554. 


165/HCI 


5 


nBu 


2-H02C-nior- 


MS; 584. 


166/HCI 


. 5 


nBu 


4-(3-H02C-a2et-CO)pipe- 


MN; 663. 


167/HCI 


5 


nBu 


4-(H02C(CH2)2NHCO)pipe- 


MS; 653. 
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Ex 


Syn 




R2 


Data 


168/HCI 


< 


ILDU 








D 


lIDU 


H-rnj-*HrlLi2v-'"Pip©" 


Xyro. COS 


170/Hni 


D 


iRii 
LDU 




X>fQ* 


171/Hni 

1 9 i/riwi 


c 


LDU 




XifC* 

Mo, DDO. 


179/HPI 


< 


113U 




Mo^ D /U. 


1 / o/riwi 




iDU 


rlv-l2C(^M2 J2A^ t*^©/" 


KifC* C<JC 
Mo; dDO. 




< 




rll->2>-'^rl2NCMe> 


XXC* CilO 

Mo; DhZ. 


175 


s 




4-^'?-Ftn'»P-fl7fit-r'0'inine 




176/HCI 


8 


nBu 


4-(MeO(CH2)2NHCO)pipe 


MS; 639. 


177/HCI 


8 


iiBu 


4^2NCOCH2NHCO)pipe 


MS; 638. 


178/HCI 


8 


nBu 


4^eO(CH2)20(CH2)2NHCO)pipe. 


MS; 683. 


179 


8 


nBu 


4-(Et02C(CH2)2NHCO)pipe. 


MS; 681. 


180 


8 


nBu 


4-(HO(CH2)2NHCO)pipe- 


MS; 625. 


181/HCI 


9 


nBu 


4-HC)2CCH20-pipe- 


MS; 612. 


182/HCI 


9 


nBu 


H02C(CH2)2NH. 


MS; 542. 


183/HCI 


9 


iBu 


H02C(CH2)2NH- 


MS; 542. 



(m2 1) 




Ex 


Syn 


R 


Data 


9/HCI 


9 


4-(HC)2CCH20)pii)e- 


MN; 612. 


184 




3-Et02C-pipe- 


MS; 612. 


185 




3-MeQ2C-pyiT- 


MS; 584. 


186 




(R)-3-(MeC)2CCH20)pyiT- 


MS; 614. 


187 




4-Et02CCH2-pipe- 


MS; 626. 


188 




2-Et02C-mor- 


MN; 612. 


189 




3-Et02C-azet- 


MS; 584. 


190 




4-{tBu02CCH20)-pipe- 


MS; 670. 


191/HCI 


5 


3-H02C-pipe- 


MS; 584. 


192/HCI 


5 


3-H02C-pyrr 


MS; 570. 


193/HCI 


5 


(R)-3-(H02CCH20)pyrr- 


MS; 600. 


194/HCI 


5 


4-H02CCH2-pipe- 


MS; 598. 


195/HCI 


5 


2-H02C-mor- 


MS; 586. 


196/HCI 


5 


3-H02C-a2et- 


MS; 556. 
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Ex 


Syn 






Data 


8/HCI 


8 


MeO(CH2)3N(Me). 


4-<inor-CO)pipe- 


MS; 667. 


197 


8 


MeO(CH2)3N(Me). 


4-(MeO(CH2)2NHCO)pipe- 


MS; 655. 


198 


1 


MeaN- 


S-MeOiC-pyrr- 


MN; 538. 


199 


1 


(S>2-Me-pyrr- 


Me02C(CH2)3N(Me> 


MS; 582. 


200 


1 


(R>2-Me-pyrr- 


Me02C(CH2)3N(Me>. 


MS; 582. 


201 


1 


Et2CHN(MeV 


Me02C(CH2)3N(Me> 


MS; 598. 


202 


1 


(S>3-Me-pyrr- 


Me02C(CH2)3N(Me)- 


MS; 582. 


203 


1 


2-Me-pyrr- 


Me02C(CH2)2N(Me>- 


MS; 568. 


204 


1 


iPrN(Me)- 


Me02C(CH2)2N(Me> 


MS; 556. 


205 


1 


(nPrXMe)CHN(Me)- 


Me02C(CH2)2N(Me> 


MS; 584. 


206 


1 


(S>3-Me-pyiT- 


Me02C(CH2)2N(Me> 


MS; 568. 


207 


1 


iPrN(Me> 


(S>Me02C-pyrr- 


MS; 568. 


208 


3 


2-Me-pyrr- 


3-(Et02CCH2)azet- 


MS; 594. 


209 


3 


(S>2-Me-pyiT- 


3-(Et02CCH2)azet- 


MS; 594. 


210 


• 3 


(R>2-Me-pyrr- 


3-(Et02CCH2)azet- 


MS; 594. 


211 


3 


iPrN(Me)- 


3-(Et02CCH2)azet- 


MS; 582. 


212 


3 


2-Me-pyrr- 


Me02C(CH2)3N(Me> 


MS; 582. 


213 


3 


iPrN(Me)- 


Me02C(CH2)3N(Me> 


MS; 570. 


214 


3 


2-Me-pyrr- 


Et02C(CH2)3NH- 


MS; 582. 


215 


3 


(S)-2-Me-pyrr- 


Et02C(CH2)3NH- 


MS; 582. 


216 


3 


(R>2-Me.pyir- 


Et02C(CH2)3>M- 


MS; 582. 


217 


3 


2-Me-pyrr- 


tBu02C(CH2)2NH- 


MS; 596. 


21 8/HCI 


4 


pipe- 


4-H2NOC-pipe- 


MN; 579. 


219/HCI 


5 


MeaN- 


3-H02C-pyiT- 


MS; 526. 


220/HCI 


5 


2-Me-pynr- 


3-(H02CCH2)azet- 


MN; 564. 


221/HCI 


5 


(S>2-Me-pyrr- 


3-(H02CCH2)azet- 


MN;564. 


222/HCI 


5 


(R)-2-Me-pyrr- 


3-(H02CCH2)azet- 


MN;564. 


223/HCI 


5 


iPrN(Me> 


3-(H02CCH2)a2et- 


MN;552. 


224/HCI 


5 


2-Me-pyrr- 


H02C(CH2)3N(Me> 


MS; 568. 


225/HCI 


5 


(S)-2-Me-pyrr- 


H02C(CH2)3N(Me)- . 


MS; 568. 


226/HCI 


5 


(R>2-Me-pyrr- 


H02C(CH2)3N(Me)- 


MS; 568. 


227/HCI 


5 


iPrN(Me)- 


H02C(CH2)3N(Me> 


MS; 556. 


228/HCI 


5 


Et2CHN(Me> 


H02C(CH2)3N(Me)- 


MS; 584. 


229/HCI 


5 


(S)-3-Me-pyrr- 


H02C(CH2)3N(Me)- 


MN; 566; 


230/HCI 


5 


2-Me-pyiT- 


H02C(CH2)2N(Me> 


MS; 554. 


231/HCI 


5 


iPrNCMe). 


H02C(CH2)2N(Me> 


MN;540. 
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(*2 2i!^#) 



Ex 


Syn 




R2 


Data 


232/HCI 


5 


(nPrXMe)CHN(Me). 


H02C(CH2)2N(Me)- 


MS; 570. 


233/HCI 


5 


(Sys-Me-pyn- 


H02C(CH2)2N(Me> 


MS: 554. 


234/HCI 


5 


2-Me-pyrr- 


HOiC(CH2)3NH- 


MS: 554. 


235/HCI 


5 


(S)-2-Me-pyrr- 


H02C(CH2)3NH- 


MN: 552. 


236/HCI 


5 


(R)-2-Me-pyrr- 


H02C(CH2)3NH- 


MN;552. 


237/HCI 


5 


iPrN(Me> 


(S)-3-H02C-pyn^ 


MN:5S2. 


238/HCI 


9 


2-Me-pynw | H02C(CH2)2NH- 


MN:538. 



(^2 3) 




CX 


Oyn 


K 


K 


Data 


239 




nBuN(Me>- 


4-Et02C-pipe- 


MN; 588. 


240 


^ 


Me2N- 


4-Et02C-pipe- 


MS; 588. 


OA 4 




tBuN(Me)- 


4-Et02C-pipe- 


MN; 588. 


242 




cHexN(Me> 


4-Et02C-pipe- 


MS; 588. 


243 




iPrN(Me> 


4-Et02C-pipe- 


MN; 588. 


244 




cBuN(Me)- 


4-Et02C-pipe- 


MN; 687. 


245 




Et2CHN(Me)- 


4-Et02C-pipe- 


MN; 687. 


246 




(nPrXMe)CHN(Me> 


4-Et02C-pipe- 


MS; 604. 


247 




(iPr)(Me)CHN(Me)- 


4-Et02C-pipe- 


MS; 604. 


248 




tBuN(Me)- 


4-Et02C-pipe- 


MS; 590. 


249 




cBuCHaNCMeV 


4-Et02C-pipe- 


MS; 602. 


250 




Azepan-l-yl 


4-Et02C-pipe- 


MS; 602. 


251 




4-Me-pipe- 


4-Bt02C-pipe- 


MS; 602. 


252 




3-Me-pipe- 


4-Et02C-pipe- 


MS; 602. 


253 




2-Me-pipe- 


4-Et02C-pipe- 


MS; 602. 


254 




2-Me-pyrr- 


4-Et02C-pipe- 


MS; 588. 


255 




(S>2-Me-pyir- 


4-Et02C-pipe- 


MS; 588. 


256 




(R)-2-Me-pyrr- 


4-Et02e-pipe- 


MS; 588. 


257 




(R)-3-Me-pyiT- 


4-Et02C-pipe- 


MS; 588. 


258 




(S>3-Me-pyrr- 


4-Et02C-pipe- 


MS; 588. 


259 




3,3-diMe-pyrr- 


4-Bt02C-pipe- 


MN; 600. 


260 


3 


iBuN(Me> 


4-HO-4-Et02C-pipe. 


MS; 606. 


261 


3 


iBuNCMe)- 


Et02C(CH2)3NH- 


MS; 564. 


262 


3 


iBuN(Me)- 


Me02C(CH2)3N(Me)- 


MS; 564. 


263 


3 


cBuCH2N(Me>- 


4-HO-4-Et02C.pipe. 


ESI-MS(Pos): 618. 


264 


3 


2-Me-pyrr- 


4-HO-4.Et02C-pipe- 


MS; 604. 
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(^2 3iKfe#) 



Ex 


Syn 




R2 


Data 


26*5 




^"IVlC"pyiT- 


IlUJ2V/V^M2/3^**" 


IVldy ^DZ. 


2Rfi 


'X 


z-ivie-pyiT" 


IVICL/2C V^l^ tt2^ (.Me j- 




267/HCI 
£m\jt #ri\./i 


c 


no uiN \^iVio/* 


*t-rlv/2^''Pip©* 








1x162 *^ 


4-rm2V^*P*P©* 


WTQ. con 








4-riU2^"plpC- 


Mo; oox. 




< 


r»ijr<»vXir\yr<»\_ 
criexiN ^ivie^ 


4-rl02v^"plpC- 


Mo; Doo. 


271/HPI 




iDfl''MrK>fA\_ 

ijrriNvJVie^ 


i4 XJ/^/^ MIMA. 


Mo; D4o. 


272/Hni 




CJdUIN^IVIc /" 


4-rWJ2^"P*p6* 


MO9 DOU* 


ilr w/rlwl 






4-HU2v^*plp©" 


Mo; 






vHr rxivie jv^rllN tme> 


4-rivJ2C-plpe- 


Mo; 3/0. 


^/ w/nv./i 


c 




4-flU2v^*plpC" 


WQ* CTA 

MOy D/O. 




c 

D 




*»-rlv/2^*plpC- 


Mo,> 






Azepoii* i -y 1 


4-rllJ2V'"pip©* 


Mo, 








*f-Il\-l2^ P*P€ 


MO9 ^ /*!• 


279/HCI 




^*"JVlC**pip6* 


*f"nvy2v^-pipe- 


MO9 


280/HCI 




z-jvie-pipe" 


*r-rlV/2v^"Pip6* 


Mo, D 


2ft1/Hni 
i/nv/i 




z-jvie-pyiT- 


**-riw2V^-pipe- 


MIS, 33o. ' 




? 


v& j-z-iyie*pyiT- 


*f-riv->2V^-pipc- 


Mo; dOU. 






\^i\./"Z-jvie-pyiT" 


•*-rivy2^"P*pC" 


Mo; 






V.i\.^j-ivic»pyiT» 


*f-riv/2^"P*P®" 


mxn; d^o. 


285/HCI 


5 


rSV3-Me*nviT- 






286/HCI 


5 


3,3-diMe-pyir- 


4-Hb2C-pipe- 


MS; 574. 


287/HCI 


5 


iBuN(Me> 


4-HCM-H02C-pipe- 


MS; 578. 


288/HCI 


5 


iBuN(Me> 


H02C(CH2)3NH- 


MS; 536. 


289/HCI 


5 


iBuN(Me> 


H02C(CH2)3N(Me> 


MS; 550. 


290/HCI 


5 


cBuCH2N(Me)- 


4-HO-4-H02C-pipe- 


MS; 590. 


291/HCI 


5 


2-Me-pynv 


4-HO-4-H02C-pipe. 


MS; 576. 


292/HCI 


5 


2-Me-pyiT- 


H02C(CH2)3NH. 


MS; 534. 


293/HCi 


5 


2-Me-pyrr- 


H02C(CH2>3N(Me> 


MS; 548. 
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m2 4) 




Ex 


Syn 




R2 


R3 


Data 


294 


1 


pipe 


4.F-Ph- 


4-Et02C-pipe- 


MS; 586. 


295 


1 . 


pipe 


S-FsC-Ph- 


4-Et02C-pipe- 


MS; 636. 


296 


1 


nBuN(Me> 


4-F-Ph- 


4-Et02C-pipe- 


MS; 588. 


297 


1 


nBuN(Me> 


4-Me-S-(iiBuN(Me)CH2>2-The- 


4-Et02C-pipe- 


MN; 687. 


298/HCI 


5 


Pipe 


4-F-Ph- 


4-H02C-pipe- 


MS; 558. 


299/HCI 


5 


pipe 


3-F3C-Ph- 


4-H02C-pipe- 


MS; 608.. 


300/HCI 


5 


iiBuN(Me> ' 


4-F-Ph- 


4-H02C-pipe- 


MS; 560. 



m2 5) 




Ex 


Syn 


R^ 


R2 


Data 


301/HCI 




pipe 


2-MeO-4-Py 


MS; 449. 


302 




nBuN(Me)- 


4-(4-Me02C-pipe)pipe 


MS; 568. 


303 




nBuN(MeX:H2- 


5-Cl-6-(4-Et02C-pipe>3-Py 


MS; 624. 


304 




iiPrN(Me> 


5-F-6-(4-Et02C-pipe)-3-Py 


MS; 580. 


305 




iBuN(Me> 


5-F-6-(4-Et02C-pipe>3-Py 


MS: 594. 


306 




2-Me-pyrr- 


5.F-6.(4-Et02C-pipe)-3-Py 


MS; 592. 


307 




(S>2-Me-pyrr- 


5.F-6-(4-Et02C-pipe)-3-Py 


MS; 592. 


308 




(R)-2-Me-pyir- 


5.F-6^4-Et02C-pipe)-3-Py 


MS; 592. 


309 




iPiN(Me> 


5.F-6^4-Et02C-pipe>3-Py 


MS; 580. 


31G/HCI 


5 


nBuN(Me)CH2- 


5-Cl-6-(4-H02C-pipe>3^Py 


MS; 596. 


311/HCI 


5 


iiPrN(Me> 


5.F^.(4.H02C-pipe)-3-Py 


MS; 552. 


312/HCI 


5 


iBuNCMe)- 


5-F-6-(4-H02C-pipe>3-Py 


MS; 566. 


313/HCI 


5 


2-Me-pyrp- 


5.F^.(4.H02C-pipe>3-Py 


MS; 564. 


314/HCI 


5 


(S)-2-Me-pyn^ 


5-F-6-(4-HC)2C-pipe)-3-Py 


MN: 562. 


315/HCI 


5 


(R)-2-Me-pyrr- 


5-F^-(4-H02C-pipe)-3-Py 


MS; 564. 


316/HCI 


5 


iPrN(Me> 


5.F.6-(4-H02C-pipe>3-Py 


MN: 550. 



I 



wo 2005/007651 
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(*2 6) 




Ex 


Syn 




R2 




Data 


10 


10 


Me(XCH])2- 


Et02C- 


CI 


MS; 610. 


317/HCI 


5 


cBu 


HOiC- 


CI 


MS; S78. 


318/HCI 


5 


MeOCCHzV 


HO2C- 


CI 


MS; 582. 


319/HCI 


5 


(RHMeO)(Me)CHCH2- 


HO2C- 


CI 


MS; 59iS. 


320/HCI 


5 


(S>(MeO)(Me)CHCH2- 


HO2C- 


CI 


MS; 596. 


321 


5 


Me 


HO2C- 


CI 


ESI-MS(Pos); 538. 


322/HCI 


5 


Me 


HO2C- 


Me 


MS; 518. 


323 


10 


cBu 


Et02C- 


CI 


MS; 606. 


324 


10 


(RHMeO)(Me)CHCH2- 


EtOzC- 


CI 


MS; 624. 


325 


10 


(SHMeO)(Me)CHCH2- 


EtChC- 


CI 


MS; 624. 


326 


10 


Et 


Et02C- 


CI 


MN; 578. 


327 


10 


Me 


EtOaC- 


CI 


ESI-MS(Pos);566. 


328 


10 


Me 


EtOiC- 


Me 


MS; 546. 



mt-r^ 'H-NMR lC*3ltS tr— :^ (O 6 (ppm)^^i-« 



m2 7) 



Ex 


Data 


5 


1.62-1.74(2H,in),1.90-1.98(2H,m),2.52-2.58(lH,m),2.81(3H,s),3.05(2H,t,J=11.2Hz),3.3 
4(5H^),3.72(2H,brs),4.00(2H,d,J=13.2Hz),4.60-4.90(2H,m),7.65(lH,s).7.73(lH,s),8.43 
(lH.dJ=1.9Hz),8.87(lH,<U=2.4Hz),10.33(lH,brs).12.28(lH,brs).13.00(lH,s). 


65 


1.61-1.73(2H,m).1.90-1.99(2H,m),2.51-2.54(lH,m),2.81(6H,m),3.05(2H,t,J=11.3Hz).4. 

01(2H,d,J=13.2Hz),4.74(2H,brs),7.69(lH,s),7.72(lH,s),8.43(lH,d,J=1.5Hz),8.87(lH,(U 
=1.9Hz),9.95(lH,brs),12.27(lH.brs).12.99(lH,s). 


71 


0.87(3H,U=7.4Hz).1.18-1.32(2H^),1.58-1.74(4H,m),1.90-1.99(2H,m),2.51-2.57(lH.m 
),2.74(3H,d,J=3.9Hz),2.98-3.17(4H,m),4.01(2H,dJ=13.2Hz),4.63-4.84(2H,m),7.69(lH, 
s).7.74(lH,s),8.43(lH,d,J=2.4Hz),8.87(lH,d,J=1.9Hz),10.33(lH,brs),12.28(lH,brs),13. 
00(lH.s). 


84 


1.52-1.98(12H^),2.52-2.58(lH^),3.05(2H,t,J=11.2Hz),3.13-3.24(2HAn),3.30-3.43(2H 
;m)A00(2H,d,J=12.7Hz),4.74(2H,dJ=5.4H2),7.65(lH,s),7.73(lHU),8.42(lH,d,J==2.0Hz 
),8.87(lH,d.J=1.9Hz),10.18(lH,brs).12.27(lH.brs).12.99(lH,s). 
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Ex 


Data 


85 


l.48-l.77(10H,m),1.82-1.99(4H^),2.52-2.59(lH,m),3.05(2H,U=n.3H2),3.16-3.43(4H 
,m),4.00(2H,dJ=12.7H2),4.74(2H,dJ=4.9Hz),7.65(lH,d,J=0.9Hz),7.74(lH,d^=1.0Hz), 
8.43(lH.dJ-1.5Hz).8.87(lH.d,J»l^Hz).9.98(lH.brs).12.29(lH.bn).12.99(lH.s). 


90 


1.03-2.07(14H,m),2.52-2.57(lH,m),2.69(3H,d^=4.4Hz),3.05(2H,y=11.5Hz),3.11-3.22( 
lH,m),4.01(2H,d,J=13.2Hz),4.58-4.89(2H,m),7.66(lH,s),7.75(lH^),8.42(lH,d^=«2.0Hz 
).8.87(lH.dJ=2.0Hz).10.1KlH.br8).12.27(iabrs).13.01(lH.s). 


100 


1.60-1.77(4H,m),1.89-2.00(2H,m),2.01-2.20(2H,m)^.18-2.36(2H,m),2.50-2.58(lH,in), 
2.59-2.63(3H,d^=4.4Hz)3.05(2H,U='11.7Hz),3.72-3.84(lH,inp.95-4.05(2H,in),4.51- 
4.62(lH,m),4.65-4.75(lH,m),7.69(lH^),7.74(lH^),8.42(lH,dJ=2.2Hz),8.87(lH.d,J=2. 
2Hz),10.51(lH.brs).12.28(lH.brs).13.02(lH.brs) 


101 


0.50-1.10(4H,in),1.62-1.75(2H.m),1.89-2.05(2H,m),2.50-2.58(lH,m),2.87(3H,brs),3.05 
(2H,U=11.2Hz),3.U-3.1S(lH,m),3.92-4.06(2H,m),4.64-5.08(2H,m),7.62-7.83(2H^),8. 
42(lH,dJ=2.0Hz),8.86(lH,dJ=2.0Hz),10.25(lH.brs).12.25(lH,brs).13.00(lH.brs). 




1.22(3H,d,J=6.9Hz),1.30(3H,d,J=6.8Hz),1.60-1.74(2H,m),1.90-2.00(2H,m),2.50-2.58(l 
H^),2.67(3H,d,J=4.9Hz),3.05(2H,y=11.3Hz)3.30-3.45(lH,m),4.00(2H,d,J=3.2Hz),4. 
55-4.65(lH,in),4.72-4.82(lH,m),7.65(lH,s),7.74(lH,dJ=1.5HzX8.42(lH,dJ=1.9Hz),8. 
87(lH.dJ=2.0Hz).10.05-10.25(lH.brs).12.97(lH.s.). 


lUO 


1.42(3H,d,J=,6.3Hz),1.61-1.73(3H,m),1.87-1.96(4H,m),2.20-2.23(lH,m),2.49-2.57(lH, 
m),3.03-3.08(2H,in),3.13-3.22(lH,m),3.48-3.64(2H.m),4.01(2H,d^=13.2Hz),4.62-4.68 
(2H,m),4.95(lH,d,J=11.8Hz) 7.66(lH,dJ=1.0Hz),7.74(lH.dJ=1.0Hz),8.43(lH,dJ=2. 
0Hz).8.87(lH.dJ=2.4Hz).10.21(lH.brs).13.01(lH.s). 


107 


142(3H,d^=A3Hz)J.61-1.72(3H,m),1.88-1.96(4H,m),2.20-2.28(lH,in)^.49-2.51(lH, 
m),3.04-3.09(2H,m),3.15-3.20(lH,m),3.42-3.54(2H,m),4.01(2H,d,J=12.7Hz),4.66(lH,d 
dJ=7.8.15.1Hz),4.97(lH,dJ=11.2Hz),7.65(lH,dJ=1.0Hz),7.74(lH,d,J=1.0Hz),8.42(l 
H.dJ=2.0Hz).8.87(iadJ=^^Hz)^.98(lH,bis),13.0KlH,s). 


4 no 


1 .05(3H,dd^=l .5,6.4Hz),l .55-1.72(3H,m),l .90-2.00(2H,m),2.05-2.20(lH.m)^.28-2.40 
(lH,in),2.50-2.60(lH,m),2.70-2.80(lH^),3.05(2H,t,J=10,8Hz),3.00-3.60(3H,m),3.95- 
4.05(2H,dJ=13.2Hz),4.75-4.80(2Itin),7.67-7.69(lH,m).7.72(lH,dJ=1.0Hz).8.43(lH,d, 
J=1.9Hz),8.83(lH,d,J=1.9Hz\10.75-10.95(iabrd)a2.97(lH,s).. 




1.05(3H,dJ=,6.3Hz),1.64-1.72(3H,m),1.91-l.96(2H,m),2.08-2.33(2H,m),2.50-2.51(lH, 
in)^.73-2.80(lH,m),3.03-3.08(2H^),3.25-3.63(3H,m),4.01(2H,dJ=13.2Hz),4.76-4.86 
(2H,m),7.68(lH,d,J=1.5Hz),7.73(lH,d^=1.5Hz),8.43(lH,dJ=1.9Hz),8.87(lH,dJ=1.9H 
z).10.73(lH,brs),12,99(ias). 




1.05-1.13(3H,m),1.62-1.72(2H,m),1.91-1.98(2H,m),2.50.2.56(lH,m),2.76-2.84(3H,m), 
3.00-3.10(2H,m),3.30-3.60(5H,m),3.76-3.93(lH.in).3.96-4.40(2H,m),4.62-4.85(2H,m), 
7.64(lH,d,J=3.9),7.74(lH,s),8.43(lH,d,J=1.9Hz),8.87(lH,d,J=2.0Hz),9.76-10.04(lH, 
m),13.00(lH,s). 


111 


1.05-1.13(3H,m),1.62-1.72(2H,m),1.91-1.96(2H,m),2.50-2.55(lH,m),2.76-2.84(3H,m), 
3.00-3.10(2H,m),3.25-3.60(5H,m),3.76-3.93(lH,m),3.96-4.40(2H^),4.62-4.85(2H^), 
7.61-7.65(lH,m) .74(lH.s),8.43(lH,d,J=1.9Hz),8.87(lH,d,J=2.4Hz),9.66-9.93(lH,m),l 
2.27(lH.brs).13.0iaH.s). 


150 


0.87(3H,t,J=7.3Hz),1.17-1.34(4H,m).1.58-1.72(3H,in),1.78(2H,d,J=13.2Hz),2.73(3H,d, 
J=4.4Hz),2.92(2H,t,J=l 1.5Hz),2.96-3.18(2H^),3.3 l(2H,d,J=6.3Hz),4.1 l(2H,djr=12.7H 
z),4.62-4.83(2H4n)J.70(lHU),7.74(lH.s),8.41(lH,dJ=2.0Hz),8.86(lH,dJ[=a.0Hz),10.6 
1 2(iabrs>.12,97(lH.s). 
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59 


Ex 


Data 


161 


0.87(3H.t.J«7.3Hz),1.16.1.34(2H,in),1.57-1.80(4H,m),2.72(3H,d,J=4.4Hz).2.94-3.17(2 
H,in),3.45-3.60(4H,m),4.60-4.80(2H,m),7.50(lH,brs),7.70(lH,s),7.73(lH,s),8.32(lH,dJ 
=2.0Hz).8.77(lH.d.J=2.0Hz).10.86(lH.brs).12.79(lH^). 


153 


0.87(3H,t,J=7.3Hz),1.18-1.32(2H,m),1.57-1.72(2H,m),2.74(3H,d,J=4.4HzX2.96.3.19(2 

H, mp.32(2H,brs).3.73-4.09(4H,m),4.62-4.84(2H,in),7.70(lH,dJ=1.0Hz),7.74(lH,d,J= 

I. 0H2).8.07(lH.s>.8.48(lH.dJ=2.0Hz\8.89nH.dJ=2.0Hz).10.39(lH.bra).13.05(ias). 




1.44(3H,d,J=6.3Hz),1.62-1.72(lH,m),1.87-1.97(2H.m),2.18-2.26(lH,m),2.66(2H,d.J=»7. 
4Hz),2.92-2.99(lH,m),3.12-3.20(lH,ni)3.49-3.57(3H,in),4.01-4.05(2H,m),4.46(lH.t,8. 
8H2),4.62(lH,ddJ=73,15.1Hz),4.91(lH,dJ=14.7H2) .68(lH,dJ=1.0Hz).7.73(lH,dJ= 
1.4H2).8.27(lH.d.J=2.0Hz).8.77(lH.dJ=2.0Hz),10.56(lH,brs).12.84(lH.s). 


222 


1.43(3H,d,J=6.4Hz),1.62-1.71(lH^),1.87-1.98(2H,m),2.18-2.23(lH,m),2.66(2H,d,J=^. 
8H2),2.89-2.99(lH,in),3.12-3.21(lH,m),3.48-3.57(3H,m),4.01-4.05(2H,m),4.43-4.48(l 
H.m),4.60-4.66(lH,mX4.92(lH,d,J=12.2Hz),7.67(lH^),7.74(lH.dJ=1.0Hz),8.27(lH,d, 
J=2.0Hz).8.77(lH.dJ=2.0Hz),10.42(lH.brs).12.84(lH,s). 


225 


1.42(3H,d,J-,6.4Hz),1.60-1.70(lH,m),1.86-1.97(4H,m),2.23-2.26(3H,mp.l3(3H,s),3.1 
5-3.20(lH,m).3.40-3.60(4H,m),4.62-4.67(lH,in),4.95(lH,d,J=15.1Hz),7.65(lH,d,J=0.9 
Hz),7.74(lH.dJ=1.5Hz),8.38(lH.dJ=1.9Hz).8.82(lH,dJf=2.4Hz),10.08(lH,brs),12.93 
(1H.S). 


226 


1.45(3H,d,J=,6.3Hz),1.63-1.73(lH,m).1.84-1.97(4H,m),2.18-2.27(3H,m),3.13(3H,s),3.1 
6-3.20(lH,m),3.39-3.59(4H,m),4.63(lH,dd,J=7.3,15.1Hz),4.90(lH,d^=12.2Hz),7.68(l 
H,dJ=1.0Hz).7.74(lH,dJ=1.0Hz),8.39(lH,d^=2.0Hz),8.82(lH,d,J=1.9Hz),10.75(lH,br 
s),12.92(lH.s). 


227 


1.22(3H,dJ=,6.9Hz),1.32(3H,d^=6.3Hz).1.84-1.91(2H,m),2.23-2.27(2H,m).2.65(3H,d,J 
=4.9Hz),3.13(3H,s),3.56-3.61(3H^),4.58(lH,dd,J=5.9.15.2Hz),4.76(lH,ddJ=3.9,4.7H 
z) .67(lH,sX7.74(lH,s),8.39(lH,d^-2.0HzX8.82(lH,dJ=1.9Hz),10.57(lH,brs),12.91(l 
H.S). 


971 


1.19(3H,d,J=6.9Hz),1.30(3H,dJ=6.3Hz).1.60-1.72(2H,in),1.90-1.98(2H,m),2.28(3H,s), 
2.52-2.58(lH^)^.65(3H,d^53Hzp,X)5(2H,U=n.2Hz),3.52-3.64(lH^),4.00(2H,d^ 
=13.2Hz),4.55-4.80(2H,m),7.30(lH.s),7.40(lH,s).8.42(lH,d^=2.5HzX8.75(lH,d^.0 
Hz).9.80-9.90(lH.brs),12.97(lH.s). 


314 


1.45(3H,d,J=6.3Hz),l-55-1.72(3H,m),1.90-2.00(4H,m),2.15-2.25(lH,m).2.55-2.65(lH. 
m),3.20-3.32(3H,m).3.45-3.55(2H,m),4.45(2H,d.J=13.2Hz),4.59-4.67(lH,m),4.85-4.95 
(lH,m),7.69(lH,d,J=l .5Hz).7,72(lH,d,J=l .4Hz),8.14(lH,dd^=l .9,15.1Hz),8.75(lH,t,J 

=0.9Hz),10.75(lH,brs).12.90(lHs). 


315 


1.42(3H,d.J=6.4Hz),1.55-1.70(3H,m),1.85-2.00(4H,m),2.15-2.25(lH,m),2.54-2.65(lH, 
m),3.10-3.22(3H,m),3.45-3.60(2H,m),4.23(2H,d,J=13.2Hz),4.55-4.65(lH,m),4.85-4.95 
(lH^),7.65(lH,d,J=1.0Hz),7.75(lH.s),8.13(lH,ddJ=2.0.15.1Hz),8.75(lH,s),10.67(lH, 
bcs).12.90(lH.s). 
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A1 


EtN(Me> 


4-CI-2-The 


A40 


2-Me-pyiT 


4-Cl.2.THe 


A2 


nPrNCMeV 


4-Cl-2-The 


A41 


3-Me-pyiT 


4.C1.2.The 


A3 


iPrN(Me> 


4-Cl-2-Tlie 


A42 


3.4-dtMe^pyrr 


4^1.2.The 


A4 


iBuN(Me> 


4-Cl-2-The 


A43 


3.3-diMe-pynr 


4-Cl-2.The 


A5 
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2-Me-pipe 
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A6 


tBuNCMeV 


4-Cl-2-The 
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A7 


tBuCHiNCMe)- 


4^1-2-The 
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4-Me-pipe 


4-Cl-2-The 


A8 


cPenN(Me)- 


4-Cl-2-The 


A47 


3,3-diMe-pipe 
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A9 


cPrCH2N(Me> 


4-Cl-2-The 


A48 


4»4*(iiMe-pipe 


4-Cl-2-The 


A10 


cBuCH2N(Me> 


4-Cl-2-The 


A49 


EfN(Me> 


4-Me-2-The 


A11 


MeO H(MeX:HiN(Me> 


4-Cl-2-The 


A50 


nPrN(Me> 


4-Me-2-The 


A12 


nPrN(Et> 


4-Cl-2-The 


A51 


sBuNCMe)- 


4-Me-2-The 


A13 


nBuN(Et> 


4-Cl-2-The 


A52 


tBuN(Me> 


4-1^6-2-1116 


A14 


iPrNCEtV 


4-Cl-2-The 


A53 


tBuCH2N(Me> 


4-Me-2-The 


A15 


iBuNOBt)- 


4-Cl-2-The 


A54 


cPrN(Me> 


4-Me-2-The 


A16 


sBuN(Et> 


4.Cl-2-The 


A55 


cPenN(Me> 


4-Me.2-The 


A17 


tBuNCEt> 


4-Cl-2-The 


A56 


cPrCH2N(Me)- 


4-Me-2-The 


A18 


tBuCHjNffitV 


4-Cl-2-The 


A57 


cBuCH2N(Me> 


4-Me-2-The 


A19 


cPrN(Et> 


4-Cl-2-The 


A58 


MeO(CH2)2N(Me> ' 


4-Me-2-The 


A20 


cBuN(Et> 


4-Cl-2-The 


A59 


-MeOCH2CH(Me)N(Me> 


4-Me-2-The 


A21 


cPenN(Et)- 


4-Cl-2-The 


A60 


MeOCH(Me)CH2N(Me> 


4-Me-2-The 


A22 


cHexN(Et)- 


4-Cl-2-The 


A61 


EtO(CH2)2N(Me> 


4-Me-2-The 


A23 


cPiCHjNffit)- 


4-Cl-2-The 


A62 


nPrCXCH2)2N(Me> 


4-Me-2-The 


A24 


cBuCHiNCEt)- 


4-Cl-2-The 


A63 


iPrO(CH2)2N(MeV 


4-Me-2-The 


A25 


MeO(CH2)2N(Et> 


4-Cl-2-The 


A64 


MeO(CH2)3N(Me). 


4-Me-2-The 


A26 


MeOCH2CH(Me)N(Et> 


4-Cl-2-The 


A65 


Et2N- 


4-Me-2-The 


A27 


MeOCH(Me)CH2N(Et> 


4-Cl-2-The 


A66 


nPrNCEt). 


4-Me-2-The 


A28 


(MeO(CH2)2)2N- 


4-a-2-The 


A67 


nBuN(Et> 


4-Me-2-The 


A29 


MeO(CH2)2-N(cPr> 


4-Cl-2-The 


A68 


iPrN(Et> 


4-Me-2-The 


A30 


MeO(CH2)2-N(cBu)- 


4-Cl-2-The 


A69 


iBuN(Et> 


4-Me-2-The 


A31 


EtO(CH2)2N(Et> 


4-Cl-2-The 


A70 


sBuN(Et)- 


4-Me-2-The 


A32 


nPiO(CH2)2N(Et). 


4-CI-2-The 


A71 


tBuN{Et> 


4-Me-2-The 


A33 


iPiO(CH2)2N(Et)- 


4-Cl-2-The 


A72 


tBuCH2N(Et> 


4-Me-2-The 


A34 


MeO(CH2)3N(Et> 


4-Cl-2-The 


A73 


cPrN(Et> 


4-Me-2-The 


A35 


2-Me-azet 


4-Cl-2-The 


A74 


cBuN(Et> 


4-Me-2-The 


A36 


3-Me-azet 


4-Cl-2-The 


A75 


cPenNCEt)- 


4-Me-2-The 


A37 


3,3-diMe-azet 


4-Cl-2-The 


A76 


cHexN(Et)- 


4-Me-2-The 


A38 


cPiCHjNCEtV 


4-Me-2-The 


A77 


MeO(CH2)2N(MeV 


4-Br-2-The 


A39 


cBuCH2N(Et> 


4-Me-2-The 


A78 


Pipe 


4-Br-2-The 
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No 




r\ 




rx 


p2 


A79 


MeO(CH2)2N(Et)- 


4-Me-2-The 


A123 


Me2N- 


4-F-2.The 


A80 


MeOCH2CH(Me)N(Et)- 


4-Me-2-The 


A124 


nBuN(Me> 


4.F-2-The 


A81 


MeOCH(Me)CH2N(Et> 


4-Me-2-The 


A125 


cHexN(Me> 


4-F-2-The 


A82 


EtO(CH2)2N(Et> 


4-Me-2-The 


A126 


MeC)(CH2>iN(MeV 


4-F-2-Tlie 


A83 


nPrO(CH2)2N(EtV 


4-Me-2-The 


A127 


pipe 


4.F.2-The 


A84 


iPrO(CH2)2N(Et> 


4-Me-2-The 


A128 


Me2N- 


4-Et-2-The 


ASS 


MeO(CH2)3N(Et)- 


4-Me-2-The 


A129 


nBiiN(Me> 


4-Et-2-The 


A86 


azet 


4-Me-2-The 


A130 


cHexN(Me> 


4-Et.2-The 


A87 


pyrr 


4-Me-2-The 


A131 


MeO(CH2)2N(Me)- 


4-Et.2-The 


A88 


pipe 


4-Me-2-The 


A132 


pipe 


4-Et-2-The 


A89 


Azepan-l-yl 


4-Me-2-The 


A133 


Me2N- 


5-Cl-2-The 


A90 


Azocan-l-yl 


4-Me-2-The 


A134 


nBuN(Me> 


5-Cl-2-The 


A91 


2-Me-azet 


4-Me-2-The 


A135 


cHexN(Me> 


5-CI-2-The 


A92 


'3-Me-azet 


4-Me-2-The 


A136 


MeO(CH2)2N(Me> 


5-Cl-2-The 


A93 


3,3-diMe-a2et 


4-Me-2-The 


A137 


pipe 


5-Cl-2.The 


A94 


2-Me-pyiT 


4-Me-2-The 


A138 


Me2N- 


4-F-Ph 


A95 


3-Me-pyxT 


4-Me-2-The 


A139 


cHexN(Me> 


4-F-Ph 


A96 


3,4-diMe-pyiT 


4-Me-2-The 


A140 


MeO(CH2)2N(Me> 


4-F-Ph 


A97 


3,3-diMe-pyrr 


4-Me-2-The 


A141 


Me2N- 


3-Gl-Ph 


A98 


2-Me-pipe 


4-Me-2-The 


A142 


nBiiNOMe)- 


3-Cl-Ph 


A99 


3-Me-pipe 


4-Me-2-The 


A143 


cHex(Me> 


3-Cl-Ph 


A1X)0 


4-Me-pipe 


4-Me-2-The 


A144 


MeO(CH2)2N(Me> 


3-Cl-Ph 


A101 


3,3*diMe-pipe 


4-Me-2-The 


A145 


pipe 


3-Cl-Ph 


A102 


4,4-diMe-pipe 


4-Me-2-The 


A146 
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A147 


nBuN(Me> 
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A148 
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A105 
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A149 


MeO(CH2)2N(Me> 


S-FaC-Ph 


A106 


2-Et-azet 


4-Cl-2-The 


A150 


2-Et-azet 


4-Me-2-The 


A107 


3-Et-azet 


4-Cl-2-The 


A151 


3*Et-azet 


4-Me-2-The 


A108 


2-Et-pyrr 


4-Cl-2-The 


A152 


2-Et-pyrr 


4-Me-2-The 


A109 


3-Et-pyiT 


4-Cl-2-The 


A153 


3-Et-pyrr , 


4-Me-2-The 


A110 


2-Et-pipe 


4-Cl-2-The 


A154 


2-Et-pipe 


4-Me-2-The 


A111 


3-Et-pipe 


4-Cl-2-The 


A156 


3-Et-pipe 


4-Me-2-The 


A112 


4-Et-pipe 


4-Cl-2-The 


A156 


4-Et-pipe 


4-Me-2-The 


M 1 lO 




4-ci-z-Tne 


A 'i err 
A1o7 


2-MeOCH2-azet 


4-Me-2-The 


A114 


3-MeOCH2-azet 


4-Cl-2-The 


A158 


3-MeOCH2-azet 


4-Me-2-The 


A115 


2-MeOCH2-pyrr 


4-Cl-2-The 


A159 


2-MeOCH2-pyrr 


4-Me-2-The 


A116 


3-MeOCH2-pyrr 


4-Cl-2-The 


A160 


3-MeOCH2-pyrr 


4-Me-2-The 


A117 


2-MeOCH2-pipe 


4-Cl-2-The 


A161 


2-MeOCH2-pipe 


4-Me-2-The 


A118 


3-MeOCH2-pipe 


4-Cl-2-The 


A162 


3-MeOCH2-pipe 


4-Me-2-The 


A119 


4-MeOCH2-pipe 


4-Cl-2-The 


A163 


4-MeOCH2-pipe 


4-Me-2-The 


A120 


3-MeO-azet 


4-Cl-2-The 


A164 


3-MeO-azet 


4-Me-2-The 


A121 


3-MeO-pyrr 


4-Cl-2-The 


A165 


3-MeO-pyrr 


4-Me-2-The 


A122 


3-MeO-pipe 


4-Cl-2-The 


A166 


3-MeO-pipe 


4-Me-2-The 
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C7 
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D21 


CI 
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D2 


CI 
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D22 


CI 


H02C(CH2)2N(Me> 


D3 


CI 
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D23 


CI 
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D4 


CI 


3-H02CCH2-pyiT 


D24 


CI 


H02C(CH2)30- 


D5 


CI 


3-H02CCH2-azet 


D25 


CI 


H02C(CH2)20- 


D6 


CI 


4-HO-pipe 


D26 


CI 


HO2CCH2O- 


D7 


CI 


3-HO-pipe 


D27 


F 


4-H02C-pipe 


D8 


CI 


3-HO-pyrr 


D28 


F 


3-H02C-pipe 


D9 


CI 


4-HOCH2-pipe 


029 


F 


3-H02C-pyiT 


D10 


CI 


3-HO-4-H02C-pipe 


D30 


F 


4-H02CCH2-pipe 


D11 


CI 


4-HCM-H02C-pipe 


D31 


F 


4-H02CCH2-pipa 


D12 


CI 


4-HO-4-H02CCH2-pipe 


D32 


F 


3-H02CCH2-pyiT 


D13 


CI 


4-H02CCH(OH)-pipe 


D33 


F 


3-H02CCH2-azet 


D14 


CI 


HO(CH2)2NH- 


D34 


F 


4-HO-pipe 


D16 


CI 


HO(CH2)3N(Me> 


D35 


F 


3-HO-pipe 


D16 


CI 


H(XCH2)2N(MeV 


D36 


F 


3-HO-pyrr 


D17 


CI 


HO(CH2)30- 


D37 


F 


4-HOCH2-pipe 


D18 


CI 


HO(CH2)20- 


D38 


F 


4-H02CCH20-pipe 


D19 


CI 


H02C(CH2)2NH- 


D39 


F 


3-HO-4-H02C-pipe 


D20 


CI 


HO2CCH2NH- 


D40 


F 


4-HO-4-H02C-pipe 
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Y 
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D41 


F 


4-HO-4-H02CCH2-pipe 


D85 


F 


H02C(CH2)jNH- 


□42 


F 


4- HOjCCHCOHVpipe 


D86 


F 


HOjCCHiNH- 


D43 


F 


HO(CH2)3NH- 


D87 


F 


H02C(CHj)3N(Me)- 


D44 


F 


HO(CH2)2NH- 


D88 


F 


HOjC(CH2)jN(Me> 


D45 


F 


HO(CH2)3N(Me> 


D89 


F 


HOiCCHiNfMeV 


D46 


F 


HO(CH2)2N(Me)- 


D90 


F 


H0,aCH,)30- 


D47 


F 


HO(CH2)30- 


D91 


F 


H02C(CH,W). 


D48 


F 


HO(CH2)20- 


D92 


F 


HO2CCH2O- 


D49 


F 


H02C(CH2)3NH- 


D93 


Me 


4-H02C-pipe 


D50 


H 


4-H02C-pipe 


D94 


Me 


3-H02C-pipe 


D51 


H 


3-H02C-pipe 


D95 


Me 


a-HOiC-pyrr 


D52 


H 


3-HC)2C-pyiT 


D96 


Me 


S-HOiC-azet 


D53 


H 


3-H02C-azet 


D97 


Me 


4- HOiCCHj-pipe 


D54 


H 


4- H02CCH2-pipe 


D98 


Me 


4-H02CCH2-pipa 


D55 


H 


4-H02CCH2-pipa 


D99 


Me 


3-H02CCH2-pyrr 


D5o 


H 


3-H02CCH2-pyTr 


D100 


Me 


3-HOjCCH2-azet 


D57 


H 


3-H02CCH2-azet 


D101 


Me 


HC>2C(CH2)3NH- 


Doo 


H 


H02C(CH2)sNH- 


D102 


Me 


H02C(CH2)2NH- 


D59 


H 


H02C(CH2)2NH- 


D103 


Me 


H02CCH2>JH- 


D60 


H 


HO2CCH2NH- 


D104 


Me 


H02C(CH2)3N(Me)- 


D61 


H 


H02C(CH2)3N(Me> 


D105 


Me 


H02C(CH2)2N(Me> 


D62 


H 


H02C(CH2)2N(Me> 


D106 


Me 


HOiCCHjNCMeV 


D63 


H 


H02CCH2N(Me)- 


D107 


Me 


H02C(CH2)30. 


D64 


H 


H02C(CH2)30- 


D108 


Me 


H02C(CH2)20. 


D65 


H 


H02C(CH2)20- 


D109 


Me 


HO2CCH2O- 


D66 


H 


HO2CCH2O- 


D110 


MeO 


4-H02C-pipe 


D87 


Br 


4-HC)2C-pipe 


D111 


MeO 


3-H02C-pipe 


D68 


Br 


3-H02C-pipe 


D112 


MeO 


3-H02C-pyrr 


D69 


Br 


3-H02C-pyrr 


D113 


MeO 


3-H02C-azet 


D70 


Br 


3-H02C-azet 


D114 


MeO 


4- H02CCH2-pipe 


D71 


Br 


4-HC)2CCH2-pipe 


D115 


MeO 


4-H02CCH2-pipa 


D72 


Br 


4-HC)2CCH2-pipa 


D116 


MeO 


3-H02CCH2-pyrr 


D73 


Br 


3-H02CCH2-pyrr 


D117 


MeO 


3-H02CCH2-azet 


D74 


Br 


3-H02CCH2-azet 


D118 


MeO 


H02C(CH2>jNH- 


LI/ 9 


or 


rl^2^C^rl2)3Nrl- 


□119 


MeO 


H02C(CH2)2NH- 


D76 


Br 


H02C(CH2)2NH. 


D120 


MeO 


HO2CCH2NH. 


D77 


Br 


HO2CCH2NH- 


D121 


CF3 


3-H02C-pipe 


D78 


Br 


H02C(CH2)3N(Me)- 


D122 


CF3 


3-H02C-pyrr 


D79 


Br 


H02C(CH2)2N(Me). 


D123 


CF3 


3-H02C-azet 


D80 


Br 


H02CCH2N(Me). 


D124 


CF3 


4. H02CCH2-pipe 


D81 


Br 


H02C(CH2)30- 


D125 


CF3 


4-H02CCH2-pipa 


D82 


Br 


H02C(CH2)20- 


D126 


CF3 


3-H02CCH2-pyrr 


DBS 


Br 


.HO2CCH2O- 


D127 


CF3 


3-H02CCH2-a2et 


D84 


CFa 


4-H02C-pipe 


D128 


CF, 


H02C(CH2)3NH- 
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No 


X 


R 


No 


X 


R 


D129 


CF3 


HO.C(CH.),NH. 


D137 


MeO 


H02C(CHi),N(Me). 


D130 


CFj 


HOjCCHiNH- 


D138 


MeO 


HOjC(CHi')iN(Me> 


D131 


CF, 


H02C(CH2)jN(Me> 


D139 


MeO 


HOiCCHiNCMeV 


D132 


CFj 


HOiC(CHj)iN(Me> 


D140 


MeO 


HOjCtCHjisO- 


D133 




HOjCCH2N(Me> 


D141 


MeO 


H02C(CH,),0. 


D134 


CFj 


HOiCCCHiisO- 


D142 


MeO 


HO2CCH2O. 


D135 


CF3 


HO,C(CHa),0- 


D143 


CI 


S-HOiC-azet 


D136 


CFj 


HOiCCHiO- 


D144 


F 


3-H02C-azet 



(*3 2) 




No 


X 


Y 


R 


No 


X 


Y 


R 


E1 


F 


H 


HO(CH2)3NH- 


E27 


F 


F 


HO(CH2)2NH- 


E2 


F 


H 


HO(CH2)2NH- 


E28 


F 


F 


HO(CH2)3N(Me> 


E3 


F 


H 


HO(CH2)jN(Me> 


E29 


F 


F 


HO(CH2)2N(Me> 


-E4 


F 


H 


HO(CH2)2N(MeV 


E30 


F 


F 


HO(CH2)30- 


E5 


F 


H 


HO(CH2)30- 


E31 


F 


F 


HO(CH2)20- 


E6 


F 


H 


HO(CH2)20- 


E32 


F 


F 


H02C(CH2)3NH- 


E7 


F 


H 


H02C(CH2)3NH- 


E33 


F 


F 


H02C(CH2)2NH- 


E8 


F 


H 


H02C(CH2)2NH- 


E34 


F 


F 


HO2CCH2NH- 


E9 


F 


H 


HO2CCH2NH- 


E35 


F 


F 


H02C(CH2)3N(Me> 


E10 


F 


H 


H02C(CH2)3NCMe> 


E36 


F 


F 


H02C(CH2)2N(Me)- 


E11 


F 


H 


H02C(CH2)2N(Me> 


E37 


F 


F 


H02CCH2N(Me> 


E12 


F 


H 


H02CCH2N(Me> 


E38 


F 


F 


H02C(CH2)30- 


E13 


F 


H 


H02C(CH2)20- 


E39 


F 


F 


H02C(CH2)20- 


E14 


F 


H 


HO2CCH2O- 


E40 


F 


F 


HO2CCH2O- 


E15 


01 


H 


HO(CH2)3NH- 


E41 


CI 


F 


HO(CH2)3NH- 


E16 


CI 


H 


HO(CH2)2NH- 


E42 


CI 


F 




E17 


CI 


H 


HO(CH2)3N(Me)- 


E43 


CI 


F 


HO(CH2)3N(Me). 


E18 


CI 


H 


HO(CH2)2N(Me)- 


E44 


CI 


F 


HO(CH2)2N(Me)- 


E19. 


CI 


H 


HO(CH2)30- 


E45 


CI 


F 


H0(CH2)30- 


E20 


CI 


H 


HO(CH2)20- 


E46 


CI 


F 


HO(CH2>20- 


E21 


CI 


H 


H02C(CH2)3NH- 


E47 


CI 


F 


H02C(CH2>3NH- 


E22 


CI 


H 


H02C(CH2)2NH- 


E48 


CI 


F 


H02C(CH2)2NH- 


E23 


CI 


H 


HO2CCH2MH- 


E49 


CI 


F 


HO2CCH2NH- 


E24 


CI 


H 


H02C(CH2)3N(Me)- 


E50 


CI 


F 


H02C(CH2)3N(Me)- 


E25 


CI 


H 


H02C(CH2)2N(Me> 


E51 


CI 


F 


H02C(CH2)2N(Me> 


E26 


CI 


H 


H02CCH2N(Me> 


E52 


CI 


F 


H02CCH2NCMe> 
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M32Mt) 





Y 
A 


Y 
T 


D 
l\ 


Kin 


Y 
A 


V 
T 


K 


ESS 


CI 


H 


H02C(CH2)30- 


E97 


CI 


F 


H02C(CHj)jO- 


E54 


CI 


H 


H02C(CHi)20- 


E98 


CI 


F 


HOjC(CH2)20- 


ESS 


CI 


H 


HO2CCH2O- 


E99 


CI 


F 


HOiCCHjO- 


ESS 


F 


F 


HO(CH2)3NH- 


E100 


Me 


H 


4-H02C-pipe 


EST 


H 


H 


4-H02C-pipe 


E101 


Me 


H 


S-HOiC-pipe 


ESS 


H 


H 


S-HOiC-pipe 


El 02 


Me 


H 


a-HOiC-pyrr 


ES9 


H 


H 


S-HOjC-pyrr 


E103 


Me 


H 


S-HOjC-azBt 


E60 


H 


H 


S-HOiC-azet 


E104 


Me 


H 


4- H02CCH2-pipe 


E61 


H 


H 


4- HQiCCHa-pipe 


E105 


Me 


H 


4-H02CCH2-pipa 


E62 


H 


H 


4-H02CCH2-pipa 


E106 


Me 


H 


3.H02CCH2-pyrr 


E63 


H 


H 


3.H02CCH2-pyrr 


El 07 


Me 


H 


3-H02CCH2-azet 


E64 


H 


H 


3-H02CCH2-azet 


E108 


Me 


H 


H02C(CH2)3NH- 


ESS 


H 


H 


H02C(Crt2)3NH- 


E109 


Me 


H 


H02C(CH2)2NH- 


E66 


H 


H 


H02C(CH2)2NH- 


E110 


Me 


H 


HO2CCH2NH- 


E67 


H 


H 


HO2CCH2NH- 


E111 


Me 


H 


H02C(CH2)3N(Me> 


ESS 


H 


H 


H02C(CH2)3N(Me> 


E112 


Me 


H 


H02C(CH2)2N(Me> 


E69 


H 


H 


H02C(CH2)2N(Me> 


E113 


Me 


H 


H0iCCH2N(Me> 


E70 


H 


H 


H02CCH2N(Me> 


E114 


Me 


H 


H02C(CH2)30- 


E71 


H 


H 


H02C(CH2)30- 


E115 


Me 


H 


H02C(CH2)20- 


E72 


H 


H 


H02C(CH2)20- 


E116 


Me 


H 


HO2CCH2O- 


E73 


H 


H 


HO2CCH2O- 


E117 


MeO 


H 


4-H02C-pipe 


-E74 


Br 


H 


4-H02C-pipe 


E118 


MeO 


H 


3-H02C-pipe 


E7S 


Br 


H 


3-H02C-pipe 


E119 


MeO 


H 


3-H02C-pyrr 


E76 


Br 


H 


3-H02C-pyTr 


E120 


MeO 


H 


3-H02C-azBt 


E77 


Br 


H 


3-H02C-azet 


E121 


MeO 


H 


4- H02CCH2-pipe 


E78 


Br 


H 


4-H02CCH2-pipe 


E122 


MeO 


H 


4-H02CCH2-pipa 


E79 


Br 


H 


4-H02CCH2-pipa 


E123 


MeO 


H 


3.H02CCH2-pyrr 


E80 


Br 


H 


3-H02CCH2-pyrr 


E124 


MeO 


H 


3-H02CCH2-azet 


E81 


Br 


H 


3-H02CCH2-azet 


E125 


MeO 


H 


H02C(CH2)3NH- 


E82 


Br 


H 


H02C(CH2)3NH- 


El 26 


MeO 


H 


H02C(CH2)2NH. . 


E83 


Br 


H 


H02C(CH2)2NH- 


E127 


MeO 


H 


HO2CCH2NH- 


E84 


Br 


H 


HO2CCH2NH- 


E128 


MeO 


H 


H02C(CH2)3N(Me)- 


E85 


Br 


H 


H02C(CH2)3N(Me> 


E129 


MeO 


H 


H02C(CH2)2N(Me)- 


ESS 


Br 


H 


H02C(CH2)2N(Me> 


El 30 


MeO 


H 


H02CCH2N(Me> 


bo7 


Br 


H 


H02CCH2N(Me> 


E131 


MeO 


H 


H02C(CH2)30- 


ESS 


Br 


H 


H02C(CH2)30- 


E132 


MeO 


H 


H02C(CH2)20- 


E89 


Br 


H 


H02C(CH2)20- 


E133 


MeO 


H 


HO2CCH2O- 


E90 


Br 


H 


HO2CCH2O- 


E134 


01 


H 


4-H02C-pipe 


E91 


CF3 


H 


4-H02C-pipe 


E135 


CI 


H 


3-H02C-pipe 


E92 


CF3 


H 


3-H02C-pipe 


E136 


CI 


H 


S-HOaC-pyrr 


E93 


CF3 


H 


3-H02C-pyrr 


E137 


CI 


H 


3-H02C-a2et 


E94 


CF3 


H 


3-H02C-azet 


E138 


CI 


H 


4- H02CCH2-pipe 


E9S 


CF3 


H 


. 4- H02CCH2-pipe 


El 39 


CI 


H 


4-H02CCH2-pipa 


E96 


CFs 


H 


4-H02CQl2-pipa 


E140 


CI 


H 


S-HOiCCHi-pyrr 
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(«32Mt) 



Mn 




Y 

T 




fMO 


y 
A 


Y 

T 


Q 

r\ 


Cl41 




u 
H 


3-H02CCH2-pyrr 


ei51 


CI 


Tjr 

H 


3-H02CCH2-azet 


E142 


CF, 


H 


3-H02CCH2-azet 


El 52 


F 


H 


4-H02C-pipe 


E143 


CFj 


H 


H02C(CH2)3NH- 


E153 


F 


H 


3-HC)2C-pipe 


E144 


CFj 


H 


H02C(CH2)2NH- 


E154 


F 


H 


3-H02C-pyrr 


£145 


CF? 


H 


HO2CCH2NH- 


E155 


CF3 


H 


H02C(CH2)3N(Me> 


E146 


CF, 


H 


H02C(CH2)jN(Me> 


E156 


F 


H 


3-HC)2C-azet 


E147 


CFs 


H 


H02CCH2N(Me> 


E157 


F 


H 


4-H02CCH2-pipe 


E148 


CF, 


H 


H02C(CH2)jO- 


E158 


F 


H 


4-H02CCH2-pipa 


E149 


CFj 




H02C(CH2)20- 


E159 


F 


H 


3-H02CCH2-pyrr 


E150 


CFj 


H 


HO2CCH2O- 


E160 


F 


H 


3-H02CCH2-a2et 



(^3 3) 




No 




No 




F1 


l-Me-piperidin-2-yl 


F8 


l-Me-4-F-piperidm-2-yl 


F2 


l-Me-pyiTolidin-2-yl 


F9 


1 ,5-diMe-piperidin-2-yl 


F3 


l-Me-azepan-2-yl 


F10 


l-Me-5-nPr-piperidin-2-yl 


F4 


l*Et*piperidin-2-yl 


F11 


l-Me-S-nPrO-piperidm-2-yl 


F5 


1 ,4-diMe-piperidin-2-yl 


F12 


1 -Me-5-F-piperidm-2-yl 


F6 


l-Me-4-'nPr-piperidin-2-yl 


F13 


1 ,6-diMe-piperidin-2-y 1 


F7 


1 -Me-4-nPrO-piperidin-2-yl 


F14 


l-Me-6-nPr -piperidin-2-yl 



(^34) 




No 




R 


No 


R^ 


R 


G1 


2-Me-pyrr 


4-H02C-pipe • 


G9 


3-Me-pyrr 


4-H02C-pipe 


G2 


2-Me-pyrr 


3-H02C-pipe 


G10 


3-Me-pyrr 


3-H02C-pipe 


G3 


2-Me-pyrr 


3-H02C-pyrr 


G11 


3-Me-pyrr 


3-H02C-pyrr 


G4 


2-Me-pyrr 


S-HOaC-azet 


G12 


3-Me-pyrr 


3-H02C-azet 


G5 


2-Me-pyrr 


4-H02CCH2-pipe 


G13 


3-Me-pyrr 


4-H02CCH2-pipe 


G6 


2-Me-pyrr 


4-H02CCH2-pipa 


G14 


3-Me-pyrr 


4-H02CCH2-pipa 


07 


2-Me-pyrr 


3-H02CCH2-pyiT 


G15 


3-Me-pyrr 


3-H02CCH2-pyrr 


G8 


2-Me-pyrr 


3-H02CCH2-azet 


G16 


3-Me-pyrr 


3-H02CCH2-azet 



I 
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No 


r\ 








R 

K 


G17 


2-Me-pyiT 


H02C(CH2)3NH- 


G60 


3-Me-pyrr 


H02C(CH2)3NH- 


Glo 


2-Me-pyrr 


H02C(CH;^)2NH. 


G61 


3-Me-pyrr 


HOiCfCHi^jNH- 


G19 


2-Me-pyrr 


HO2CCH2NH- 


G62 


3-Me-pyrr 


HO2CCHJNH- 


G20 


2-Me-oyrr 


H02C(CH2)3N(Me> 


G63 


3-Me-pyrr 


H02C(CH2),N(Me> 


G21 


2-Me-pyrr 


H02C(CH2)2N(Me> 


G64 


3-Me-pyrr 


H02C(CH2)2N(Me)- 


G22 


2-Me-pyrr 


HOjCCHiNCMeV 


G65 


3-Me-pyrr 


H02CCH2N(MeV 


G23 


2-Me-pyrr 


HOiCCCHa^aO- 


G66 


3-Me-pyrr 


HOiCCCHiyjO- 


G24 


2-Me-pyrr 


H02C(CH2)20- 


G67 


3-Me-pyrr 


H02C(CH2)20- 


G25 


2-Me-pyrr 


HO2CCH2C)- 


G68 


3-Me-pyrr 


HO2CCH2O- 


G26 


iBuNCMeV 


4-H02C-pipe 


G69 


cBuN(Me)- 


4-H02C-pipe 


G27 


iBuN(Me)- 


3-H02C-pipe 


G70 


cBuN(Me> 


3-H02C-pipe 


G28 


iBuN(Me)- 


3-HC)2C-pyrr 


G71 


cBuN(Me)- 


3-H02C-pyiT 


G29 


iBuNCMe)- 


3-H02C-azet 


G72 


cBuN(Me> 


S-HCbC-azet 


G30 


iBuN(Me)- 


4-H02CCH2-pipe 


G73 


cBiiNCMe)- 


4-H02CCH2-l»pe 


G31 


iBuN(Me> 


4-H02CCH2-pipa 


G74 


cBuN(Me> 


4-H02CCH2-pipa 


G32 


iBuN(Me)- 


3-H02CCH2-pyrr 


G75 


cBuN(Me)- 


3-H02CCH2-pyrr 


G33 


iBiiN(MeV 


3-HC>2CCH2-azet 


G76 


cBuN(Me)- 


3-H02CCH2-azet 


. G34 


iBuN(Me)- 


H02C(CH2)3NH- 


G77 


cBuN(Me)- 


H02C(CH2)3NH- 


G35 


iBuN(Me> 


H02C(CH2)2NH- 


G78 


cBuNCMe)- 


H02C(CH2)2NH- 


G36 


iBuN(Me> 


HO2CCH2NH- 


G79 


cBuN(Me> 


HO2CCH2NH- 


G37 


iBiiN(Me> 


HC)2C(CH2)3N(Me)- 


G80 


cBuN(Me)- 


H02C(CH2)3N(Me> 


G38 


iBuN(Me> 


H02C(CH2)2N(Me)- 


G81 


cBuN(Me)- 


H02C(CH2)2N(Me> 


639 


iBiiN(Me)- 


H02CCH2N(Me> 


G82 


cBuN(Me)- 


H02CCH2N(Me>- 


G40 


iBuN(Me)- 


H02C(CH2)30- 


G83 


cBuN(Me> 


HCbCCCHi^jO- 


G41 


iBuN(Me)- 


H02C(CH2)20- 


G84 


cBuN(Me> 


H02C(CH2)2O- 


G42 


iBuN(Me> 


HO2CCH2O- 


G85 


cBuN(Me)- 


HO2CCH2O- 


G43 


iPrNCMeV 


4-HC)2C-pipe 


G86 


MejN- 


4-H02C-pipe 


G44 


iPrN(Me)- 


3-H02C-pipe 


G87 


Me2N- 


3-H02C-pipe 


G45 


iPrN(Me> 


3.H02C-pyrr 


G88 


Me2N- 


3-H02C-pyrr 


G46 


iPrN(Me> 


3-H02C-a2et 


G89 


McjN- 


3-H02C-a2et 


G47 


iPrNCMe)- 


4-H02CCH2-pipe 


G90 


Me2N- 


4-H02CCH2-pipe 


G48 


iPrN(Me)- 


4-H02CCH2-pipa 


G91 


MejN- 


4-H02CCH2-pipa 


G49 


iPrN(Me)- 


3-H02CCH2-pyTr 


G92 


Me2N- 


3-HC)2CCH2-pyrr 




IrrNCMe}- 


J-rl02CCH2-azet 




Ik Tlx 

Me2N- 


3-H02CCH2-azet 


G51 


iPrN(Me> 


H02C(CH2)3NH- 


G94 


MejN- 


H02C(CH2)3NH- 


G52 


iPrN(Me> 


H02C(CH2)2NH. 


G95 


Me2N- 


H02C(CH2)2NH- 


G53 


iPrN(Me> 


HO2CCH2NH- 


G96 


Me2N- 


HO2CCH2NH- 


G54 


iPrN(Me> 


H02C(CH2)3N(Me> 


G97 


MejN- 


H02C(CH2)3N(Me)- 


G55 


iPrN(Me)- 


H02C(CH2)2N(Me> 


G98 


Me2N- 


H02C(CH2)2N(Me> 


G56 


iPrN(Me)- 


H02CCH2N(Me> 


Gg9 


Me2N- 


H02CCH2N(Me)- 


G57 


iPrN(Me> 


H02C(CH2)30- 


G100 


Me2N- 


H02C(CH2)30- 


G58 


iPrN(Me> 


H02C(CH2)20- 


G101 


Me2N- 


H02C(CH2)20- 


G59 


iPrNCMe)- . 


HO2CCH2O- 


G102 


Me2N- 


HO2CCH2O- 
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(163 5) 



No 




R 


No 




R 


HI 


2-Me-pyrr 


4-H02C-pipe 


H40 


3-Me-pyrr 


4-H02C-pipe 


H2 


2-Me-pyiT 


3-H02C-pipe 


H41 


3-Me-pyiT 


3-HC>2C-pipe 


H3 


2-Me-pyiT 


3-H02C-pyir 


H42 


3-Me-pyrr 


3-H02C-pyrr 


H4 


2-Me-DyiT 


3-H02C-azet 


H43 


3-Me-pyrr 


3-H02C-azet 


H5 


2-Me-pyrr 


4-H02CCH2-pipe 


H44 


3-Me-pyrr 


4-H02CCH2-pipe 


H6 


2-Me-pyrr 


4-H02CCH2-pipa 


H45 


3-Me-pyrr 


4-H02CCH2-pipa 


H7 


2-Me-pyrr 


3-H02CCH2-pyrr 


H46 


3-Me-pyrr 


3-H02CCH2-pyrr 


H8 


2-Me-pyrr 


3-H02CCH2-azet 


H47 


3-Me-pyrr 


S-HOiCCHj-azet • 


H9 


2-Me-pyrr 


H02C(CH2)3NH- 


H48 


3-Me-pyrr 


H02C(CH2)3NH- 


H10 


2-Me-pyrr 


H02C(CH2)2NH- 


H49 


3-Me-pyrr 


H02C(CH2)2NH- 


H11 


2-Me-pyrr 


HO2CCH2NH- 


H50 


3-Me-pyrr 


HO2CCH2NH- 


H12 


2-Me-pyrr 


H02C(CH2)3N(MeV 


H51 


3-Me-pyrr 


H02C(CH2)3N(Me> 


H13 


2-Me-pyrr 


H02C(CH2>2N(Me> 


H52 


3-Me-pyrr 


H02C(CH2)2N(Me> 


H14 


2-Me-pyrr 


H02CCH2N(MeV 


H53 


3-Me-pyrr 


H02CCH2N(Me> 


H15 


2-Me-pyrr 


H02C(CH2)30. 


H54 


3-Me-pyrr 


H02C(CH2)30- 


H16 


2-Me-pyrr 


HOjCCCHi)!©- 


H55 


3-Me-pyrr 


H02C(CH2)20- 


M17 


2-Me-pyrr 


HO2CCH2O- 


H56 


3-Me-pyrr 


HO2CCH2O- 


HIS 


iBuN(Me)- 


4-H02C-pipe 


H67 


cBuN(Me)- 


4-H02C-pipe 


H19 


iBuN(Me). 


3-H02C-pipe 


H58 


cBuN(Me)- 


3-H02C-pipe 


H20 


iBuN(Me> 


3-H02C-pyrr 


H59 


cBuN(Me)- 


3-H02C-pyrr 


H21 


iBuN(Me> 


3-H02C-azet 


H60 


cBuNOMe)- 


3-H02C-azet 


H22 


iBuN(Me> 


4-H02CCH2-pipe 


H61 


cBiiN(Me> 


4-H02CCH2-pipe 


H23 


iBuN(Me)- 


4-H02CCH2-pipa 


H62 


cBuN(Me> 


4-H02CCH2-pipa 


H24 


iBuN(Me> 


3-H02CCH2-Dyrr 


H63 


cBuN(Me)- 


3-H02CCH2-pyrr 


H25 


iBiiN(Me> 


3-H02CCH2-azet 


H64 


cBuN(Me> 


3-H02CCH2-azet 


H26 


iBuN(Me> 


H02C(CH2)3NH- 


H65 


cBuN(Me> 


H02C(CH2)3NH- 


H27 


iBuN(Me> 


H02C(CH2)2NH- 


H66 


cBuN(Me> 


H02C(CH2)2NH- 


H28 


iBuN(Me> 


HO2CCH2NH- 


H67 


cBuN(Me> 


HO2CCH2NH- 


H29 


iBuN(Me> 


H02C(CH2)3N(Me> 


H68 


cBuN(Me)- 


H02C(CH2)jN(Me> 


H30 


iBuNCMe)- 


H02C(CH2)2N(Me> 


H69 


cBuN(Me)- 


H02C(CH2)2N(Me)- 


H31 


iBuN(Me)- 


H02CCH2N(Me> 


H70 


cBuN(Me)- 


H02CCH2N(Me)- 


H32 


iBuN(Me> 


H02CCCH2)30- 


H71 


cBuN(Me> 


H02C(CH2)30- 


H33 


iBuN(Me> 


H02C(CH2)20- 


H72 


cBuN(Me> 


H02C(CH2)20- 


H34 


iBuN(Me> 


HO2CCH2O- 


H73 


cBuN(Me> 


HO2CCH2O- 


H35 


iPrN(Me> 


4-H02C-pipe 


H74 


Me2N- 


4-H02C-pipe 


H36 


iPrN(Me> 


3-H02C-pipe 


H75 


Me2N- 


3-H02C-pipe 


H37 


iPrN(Me)- 


3-H02C-pyrr 


H76 


Me2N- 


3-H02C-pyrr 


H38 


iPrN(MeV 


3-H02C-azet 


H77 


MezN- 


3-H02C-azet 


H3g 


iPrN(Me> 


4-H02CCH2-pipe 


H78 


Me2N- 


4-H02CCH2-pipe 
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No 




R 


No 


r\ 


p 


n f «7 




4-liU2CCrl2-pipa 


H91 




4-H02CCH2-pipa 


MAO 




3-HC)2CCH2-pyrr 


H92 


Me^N- 


S-HOaCCHi-pyrr 


H81 


iPrN(Me> 


3-HC>>CCH:>-azet 


H93 






H82 


iPrNCMeV 


H02C(CH2)3NH- 


H94 


MeiN- 


HOiCrcHi^iNH- 


H83 


iPrN(Me> 


HOiC(CHj)2NH- 


HQS 


MejN- 


H02C(CH2)2NH- 


H84 


IPrNCMeV 


HOiCCHiNH- 


H96 


MeiN- 


HO2CCH2NH- 


H85 


iPrNCMeV 


H02C(CHj)jN(MeV 


H97 


Me2N- 


H02CXCH2)3NrMeV 


H86 


iPrNCMeV 


H02C(CH2)2N(MeV 


H98 


MeiN- 


H02C(CH2)2N(MeV 


H87 


iPrN(Me> 


HOiCCHaNCMeV 


H99 


Me2N- 


H02CCH2N(Me)- 


H88 


iPrN(MeV 


H02C(CHi)jO- 


H100 


Me2N- 


HO^C(CH,),0- 


H89 


iPrNCMeV 


H02C(CHj)20- 


H101 


Me2N- 


H02C(CH2)20- 


H90 


iPrN(Me> 


HO2CCH2O- 


H102 


Me2N- 


HO2CCH2O- 



(^3 6) 




No 


R2 


X 


Y 


R 


11 


4^1-2.The 


N 


CI 


4-HO(CH2Vpipe 


12 


4-Cl-2-The 


N 


CI 


4-MeO-pipe 


13 


4-Cl-2-The 


N 


CI 


MeO(CH2)30- 


14 


4-Cl-2-The 


N 


CI 


MeO(CH2)20- 


15 


4-Cl-2-The 


N 


CI 


H203P-(CH2)3NH- 


16 


4-Cl-2-The 


N 


CI 


4.H203P-pipe 


17 


4<;i-2-The 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


18 


4-Cl-2-The 


N 


CI 


4-(EtOHO)P-pipe 


19 


4-Cl-2-The 


N 


CI 


4-NC-pipe 


no 


4-Cl-2.The 


N 


CI 


3-oxo-pipa 


111 


4-Cl-2-The 


C-H 


CI 


4-HO-pipe 


112 


4.Cl-2-The 


C-H 


CI 


4-HOCH2-pipe 


113 


4-Cl-2-The 


C-H 


CI 


4-HO(CH2)2-pipe 


114 


4-Cl-2-The 


C-H 


CI 


4-MeO-pipe 


116 


4-Cl-2-The 


C-H 


CI 


MeO(CH2)30- 


116 


4-Cl-2-The 


C-H 


CI 


MeOCCHj'hO- 


117 


4-CI-2-The 


C-H 


CI 


H203P-(CH2)3NH- 


118 


4-CI-2-The 


C-H 


CI 


4-H203P-pipe 


119 


4-Cl-2-The 


C-H 


CI 


(EtO>2fO>P-fCH,^NH- 


120 


4-Cl-2-The 


C-H 


CI 


4-(EtO)2CO)P-pipe 


121 


4-Cl-2-The 


C-H 


CI 


4-NC-pipe 


122 


4-Cl-2-The 


C-H 


CI 


3-oxo-pipa 


123 


4-Cl-2-The 


C-F 


F 


4-HO-pipe 
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(«3 6^t) 



No 


1 > 


X 


Y 
T 


p 


124 


4-CI-2-The 


C-F 


F 


4-HOCH2-pipe 


125 


4-Cl-2-The 


C-F 


F 


4-HO(CH2)2-DlDe 


loo 

126 


4-Cl-2-The 


C-F 


F 


4-MeO-pipe 


127 


4-Cl-2-The 


C-F 


F 


MeO(CH2)30- 


lO A 

128 


4-Cl-2-The 


C-F 


F 


MeO(CH2)20- 


129 


4-Cl-2-The 


C-F 


F 


HjOaP-CCHjiaNH- 


130 


4<;i-2-The 


C-F 


F 


4-H20aP-pipe 


■o ^ 
131 


4-Cl-2-The 


C-F 


F 


(EtO)2(0)P-(CH2)3NH- 


loo 
132 


4<^l-2-The 


C-F 


F 


4-(EtO)2(0)P.pipe 


too 

133 


4-Cl-2-The 


C-F 


F 


4-NC-pipe 


134 


4-Cl-2-The 


C-F 


F 


3-oxo-pipa 


toe 

135 


4-Me-2-The 


N 


CI 


HO(CH2).NH- 


136 


4-Mc-2-The 


N 


CI 


HO(CH2)3N(Me)- 


137 


4-Me-2-The 


N 


CI 


HO(CH2)30- 


loo 


4-Me-2-The 


N 


CI 


HO(CH2)20- 


ion 


4-Me-2-The 


N 


CI 


4-HO-pipe 


140 


4-Me*2-The 


N 


CI 


4-HOCH2-pipe 


141 


4-Me-2-The 


N 


CI 


4-HO(CH2)2-pipe 


142 


4-Me-2-The 


N 


CI 


4-MeO-pipe 


143 


4-Me-2-The 


N 


CI 


MeO(CH2)30- 


144 


4-Me-2-The 


N 


CI 


MeO(CH2)20- 


145 


4-Me-2-The 


N 


CI 


H203P-(CH2)3NH- 


146 


4-Me-2-The 


N 


CI 


4-H203P-pipe 


147 


4-Me-2-The 


N 


CI 


(EtO)2(0>P-(CH2)3NH. 


148 


4-Me-2-The 


N 


CI , 


4-(EtO)2(0)P-pipe 


149 


4-Me-2-The 


N 


CI 


4-NC-pipe 


150 


4-Me-2-The 


N 


CI 


3-oxo-pipa 


151 


4-Me-2-The 


C-H 


CI 


HO(CH2)3NH- 


152 


4-Me-2-The 


C-H 


CI 


HO(CH2)3N(Me> 


153 


4-Me-2-The 


C-H 


CI 


HO(CH2)30- 


154 


4-Me-2-The 


C-H 


CI 


HO(CH2)20- 


155 


4-Me-2-The 


C-H 


CI 


4-HO-pipe 


156 


4-Me-2-The 


C-H 


CI 


4-HOCH2-pipe 


157 


4-Me-2-The 


C-H 


CI 


4-HO(CH2Vpipe 




^lYie-z- 1 ne 




v^i 


4-Meo-pipe 


159 


4-Me.2-The 


C-H 


CI 


MeO(CH2)30- 


160 


4-Me-2-The 


C-H 


CI 


MeO(CH2)20- 


161 


4-Me-2-The 


C-H 


CI 


H203P-(CH2)3NH- 


162 


4-Me-2-The 


C-H 


CI 


4-H203P-pipe 


163 


4-Me-2-The 


C-H 


CI 


(EtO)2(0)P-{CH2)3NH- 


164 


4-Me-2-The 


C-H 


CI 


4-(EtO)2(0)P-pipe 


165 


4-Me-2-The 


C-H 


CI 


4-NC-pipe 


166 


4-Me-2-The 


C-H 


CI 


3-oxo-pipa 


167 


4-Me-2-The 


C-F 


F 


HCXCHjijNH- 
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No 


r\ 


y 


V 
T 




loo 

168 


4-Me-2-The 


C-F 


F 


HO(CHj)3N(Me> 


too 

189 


4-Me-2-The 


C-F 


F 


HO(CHj),0- 


170 


4-Me-2-nie 


C-F 


F 


H0(CHj)20- 


171 


4-Me-2-The 


C-F 


F 


4-HO-pipe 


172 


4-Me-2-The 


C-F 


F 


4-HOCH2-pipe 


173 


4-Me-2-The 


C-F 


F 


4-HO(CH2)2-pipe 


174 


4-Me-2-The 


C-F 


F 


4>MeO-pipe 


175 


4-Me-2-The 


C-F 


F 


MeO(CH2>jO- 


176 


4-Me-2-The 


C-F 


F 


MeO(CH2)20- 


177 


4-Me-2-The 


C-F 


F 


H203P-(CH2)3NH- 


178 


4-Me-2-The 


C-F 


F 


4-H203P-pipe 


179 


4-Me-2-The 


C-F 


F 


(EtO)2(0)P-(CH,),NH- 


180 


4-Me-2-'nie 


C-F 


F 


4-(EtO)2(0)P-pipe 


iol 


4-Me-2-The 


C-F 


F 


4-NC-pipe 


182 


4-Me-2-The 


C-F 


F 


3-oxo-pipa 


183 


S-FaC-Ph 


N 


CI 


HO(CH2)3NH- 


184 


S-FsC-Ph 


N 


CI 


HO(CH2)3N(Me)- 


IOC 

185 


S-FjC-Ph 


N 


CI 


HO(CH2)30- 


too 

186 


3-F3C-Ph 


N 


CI 


HO(CH2)20- 


187 


S-FaC-Ph 


N 


CI 


4-HC)-pipe 


188 


S-FsC-Ph 


N 


CI 


4-HOCH2-plpe 


Ion 

189 


S-FaC-Ph 


N 


CI 


4-HO(CH2)2-pipe 


190 


3-F3C-Ph 


N 


CI 


4-MeO-pipe 


191 


S-FaC-Ph 


N 


CI 


MeO(CH2)30- 


192 


S-FaC-Ph 


N 


CI 


MeO(CH2)20- 


193 


S-FaC-Ph 


N 


CI 


H203P-(CH2)3NH- 


194 


3-FaC-Ph 


N 


CI 


4-H203P-pipe 


195 


3-F3C-Ph 


N 


CI 


(EtO)2(0)P.(CH,)^. 


196 


3-FaC-Ph 


N 


CI 


4-(EtO)2(0)P-pipe 


197 


3-FaC-Ph 


N 


CI 


4-NC-pipe 


198 


3-F3C-Ph 


N 


CI 


3-oxo-pipa 


mn 

199 


3-F3C-Ph 


C-H 


CI 


HO(CH2)3NH- 


1100 


3-FaC-Ph 


C-H 


CI 


HO(CH2)3N(Me> 


1101 


3-F3C-Ph 


C-H 


CI 


HOCCOahO- 


1109 


j-rav-f-jrii 




CI 


HO(CH2)20- 


1103 


3-F3C-Ph 


C-H 


CI 


4-HO-pipe 


1104 


3-F3C.Ph 


C-H 


CI 


4-HOCH2-pipe 


1105 


3-F3C-Ph 


C-H 


CI 


4-HO(CH2)2-pipe 


1106 


3-F3C-Ph 


C-H 


CI 


4-MeO-pipe 


1107 


3-F3C-Ph 


C-H 


CI 


MeO(CH2)30- 


1108 


3-F3C.Ph 


C-H 


CI 


MeO(CH2)2a- 


1109 


3-F3C-Ph 


C-H 


CI 


H203P-(CH2)3NH- 


1110 


3-F3C-Ph 


C-H 


CI 


4-H203P-pipe 


nil 


3-F3C-Ph 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 
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No 


r\ 


Y 
A 


V 
T 


K 


1112 


S-FaC-Ph 


C-H 


CI 


4-(EtO)2(0)P-pipe 


1113 


S-FaC-Ph 


C-H 


CI 


4-NC-plpe 


1114 


3-F3C-Ph 


C-H 


CI 


3-oxo-pipa 


1115 


a-FsC-Ph 


C-F 


F 


H(XCHi>jNH- 


1116 


S-FjC-Ph 


C-F 


F 


HO(CH2)3N(Me> 


1117 


3-F3C-Ph 


C-F 


F 


HO(CH2)30- 


1118 


S-FaC-Ph 


C-F 


F 


HO(CH2)20- 


1119 


B-FaC-Ph 


C-F 


F 


4-HO-pipe 


1120 


B-FaC-Ph 


C-F 


F 


4-HOCH2-pipe 


1 1 ^ 1 




C-r 


F 


4-HO(CH2)2-pipe 


1122 


a-FsC-Ph 


C-F 


F 


4-MeO-pipe 


1123 


3-F3C-Ph 


C-F 


F . 


MeO(CH2)30- 


1124 


S-FsC-Ph ■ 


C-F 


F 


MeCKCHiiiO- 


1125 


3-F3C-Ph 


C-F 


F 


H203P-(CH2^NH. 


1126 


a-FsC-Ph 


C-F 


F 


4-H203P-pipe 


1127 


a-FsC-Ph 


C-F 


F 


(EtO)2(0)P.(CH,^NH- 


1128 


3-F3C-Ph 


C-F 


F 


4-(EtO)2(0)P-pipe 


1129 


S-FjC-Ph 


C-F 


F 


4-NC-pipe 


1130 


S-FaC-Ph 


C-F 


F 


3-oxo-pipa 




No 


R^ 


X 


Y 


R 


J1 


cBuN(Me> 


N 


CI 


HO(CH2)3NH- 


J2 


cBuN(Me)- 


N 


CI 


HO(CH2)3N(Me)- 


J3 


cBuNCMe)- 


N 


CI 


HO(CH2)30- 


J4 


cBuNCMeV 


N 


CI 


HO(CH2)20- 


J5 


cBuN(Me> 


N 


CI 


4-HO-pipe 


J6 


cBuN(Me)- 


N 


CI 


4-HOCH2-pipe 


J7 


cBuN(Me)- 


N 


CI 


4-HO(CH2)2-pipe 


J8 


cBuN(Me> 


N 


CI 


4-MeO-pipe 


J9 


cBviN(Me> 


N 


CI 


MeO(CH2)30- 


J10 


cBuN(Me)- 


N 


CI 


MeO(CH2)20- 


J11 


cBxiN(Me> 


N 


CI 


H203P-(CH2)3NH- 


J12 


cBuN(Me> 


N 


CI 


4-H203P-pipe 


J13 


cBuN(Me)- 


N 


CI 


(EtO)2(0)P-(CH2)3lSIH- 


J14 


cBuN(Me> 


N 


CI 


4-(EtO)2(0)P-pipe 


J15 


cBuN(Me> 


N 


CI 


4-NC-pipe 


J16 


cBuN(Me> 


N 


CI 


3-oxo-pipa 
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No 


r\ 


Y 
/> 


V 
T 


p 


J17 


cBuN(Me> 


C-H 


CI 


HO(CH2)3NH- 


J18 


cBuN(Me> 


C-H 


CI 


HC>(CH2)3N(Me)- 


J19 


cBuN(Me> 


C-H 


CI 


HO(CH2)30- 


J20 


cBuN(Me> 


C-H 


CI 


HO(CH2)2C)- 


J21 


cBuN(Me)- 


C-H 


CI 


4-HO-p!pe 


J22 


cBuNCMe)- 


C-H 


CI 


4-HOCH2-pipe 


J23 


cBuN(Me> 


C-H 


CI 


4-HO(CH2)2-pipe 


J24 


cBuN(Me> 


C-H 


CI 


4-MeC)-pipe 


J25 


cBuNCMe)- 


C-H 


CI 


MeCKCHihO- 


J26 


cBuN(Me> 


C-H 


CI 


MeOiCKihO- 


J27 


cBuN(Me> 


C-H 


CI 


H203P-(CH2)iNH- 


J28 


cBuN(Me)- 


C-H 


CI 


4-H203P-plpe 


J29 


cBuN(Me)- 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 


J30 


cBiiN(Me> 


C-H 


CI 


4-(EtO)2CO)PHJipe 


J31 


cBuN(Me> 


C-H 


CI 


4-NC-pipe 


J32 


cBxiN(Me)- 


C-H 


CI 


3-oxo-pipa 


J33 


iBuN(Me> 


N 


CI 


HO(CH2)3NH- 


J34 


iBuN(Me)- 


N 


CI 


HO(CH2)3N(Me> 


J35 


iBuN(Me> 


N . 


CI 


HO(CH2)30- 


J36 


iBuN(Me> 


N 


CI 


HO(CH2)20- 


J37 


iBuN(Me)- 


N 


CI 


4.HO-pipe 


J38 


iBuN(MeV 


N 


CI 


4-HOCHr-pipe 


J39 


iBuN(Me)- 


N 


CI 


4-HO(CH2)2-pipe 


J40 


iBuN(Me)- 


N 


CI 


4-MeO-pipe 


J41 


iBuN(Me>- 


N 


CI 


MeO(CH2)30- 


J42 


iBuN(Me)- 


N 


CI 


MeO(CH2)20- 


J43 


iBuN(Me)- 


N 


CI 


H203P-(CH2)3NH- 


J44 


iBuN(Me)- 


N 


CI 


4-H203P-pipe 


J45 


iBuN(Me)- 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


J46 


iBuN(Me> 


N 


CI 


4-(EtO)2(0)P-pipe 


J47 


iBuN(Me)- 


N 


CI 


4-NC-pipe 


J48 


iBuN(Me> 


N 


CI 


3-oxo-pipa 


J49 


iBuN(Me)- 


C-H 


CI 


HO(CH2)3NH- 


J50 


iBuN(Me> 


C-H 


CI 


HO(CH2)3N(MeV 


J9 1 






CI 


riO(CH2)30- 


J52 


iBuN(Me> 


C-H 


CI 


HO(CH2)20- 


J53 


iBiiN(Me> 


C-H 


CI 


4-HO-pipe 


J54 


iBuN(MeV 


C-H 


CI 


4-HOCH2-pipe 


J55 


iBuN(Me> 


C-H 


CI 


4-HO(CH2)2-pipe 


J56 


iBuN(Me> 


C-H 


CI 


4-MeO-pipe 


J57 


iBuN(Me> 


C-H 


CI 


MeO(CH2)30- 


J58 


iBiiN(Me)- 


C-H 


CI 


MeO(CH2)20- 


J59 


iBuN(Me> 


C-H 


CI 


H203P-(CH2)3NH- 


J60 


iBi]N(Me> 


C-H 


CI 


4-H203P-pipe 
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NO 




Y 


Y 


K 


J61 


iBuN(Me)- 


C-H 


CI 


(EtO)j(0)P-(CH,)^- 


J62 


iBuN(Me> 


C-H 


CI 


4-(EtO)2(0)P-pipe 


J63 


iBuN(Mey 


C-H 


CI 


4-NC-pipe 


J64 


iBuN(Me> 


C-H 


CI 


3-oxo-pipa 


J65 


pipe 


N 


CI 


HO(CH2)3NH- 


J66 


pipe 


N 


CI 


HO(CH,),N(Me> 


J67 


Pipe 


N 


CI 


HCKCHihO- 


J68 


pipe 


N 


CI 


HO(CH2)20- 


J69 


pipe 


N 


CI 


4-HO-pipe 


J70 


pipe 


N 


CI 


4-HOCH2-pipe 


J71 


pipe 


N 


CI 


4-HO(CH2)r.plpe 


J72 


pipe 


N 


CI 


4-MeO-pipe 


J73 


pipe 


N 


CI 


MeO(CH2)30. 


J74 


pipe 


N 


CI 


MeO(CH2)20- 


J75 


pipe 


N 


CI 


H203P-(CH2>jNH- 


J76 


pipe 


N 


CI 


4-H203P-pipe 


J77 


pipe 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


J78 


pipe 


N 


CI 


4-(EtO)2(0)P-pipe 


J79 


pipe 


N 


CI 


4-NC-pipe 


J80 


pipe 


N 


CI 


3-oxo-pipa 


J81 


pipe 


C-H 


CI 


HO(CH2)3NH- 


J82 


pipe 


C-H 


CI 


HO(CH2)3N(Me> 


J83 


pipe 


C-H 


CI 


HO(CH2)30- 


J84 


pipe 


C-H 


CI 


H<XCH,«)- 


J85 


pipe 


C-H 


CI 


4-HO-pipe 


J86 


pipe 


C-H 


CI 


4-HOCH2-pipe 


J87 


pipe 


C-H 


CI 


4-HO(CH2)2-pipe 


J88 


pipe 


C-H 


CI 


4-MeO-pipe 


J89 


pipe 


C-H 


CI 


MeO(CH2")30- 


J90 


pipe 


C-H 


CI 


MeO(CH2)20- 


J91 


pipe 


C-H 


CI 


H203P-(CH2)3NH- 


J92 


pipe 


C-H 


CI 


4-H203P-pipe 


J93 


pipe 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 


J94 


pipe 


C-H 


CI 


4-(EtO)2(0)P.pipe 


J95 


pipe 


C-H 


CI 


4-NC-pipe 


J96 


pipe 


C-H 


CI 


3-oxo-pipa 


J97 


2-Me-pyrr 


N 


CI 


HO(CH2)3NH- 


J98 


2-Me-pyrr 


N 


CI 


HOCCH2)3N(Me> 


J99 


2-Me-pyiT 


N 


CI 


HO(CH2)30- 


J100 


2-Me-pyrr 


N 


CI 


HO(CH2)20- 


J101 


2-Me-pyrr 


N 


CI 


4-HO-pipe 


J102 


2-Me-pyrr 


N 


CI 


4-HOCH2-pipe 


J103 


. 2-Me-pyrr 


N 


CI 


4-HO(CH2)2-pipe 


J104 


2-Me-pyrr 


N 


CI 


4-MeO-pipe 
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i^3 7m^) 



No 


1 A 


Y 


Y 
T 


K 


J105 


2-Me-pyrr 


N 


CI 


MeO(CHi)30- 


J106 


2-Me-pyrr 


N 


CI 


MeO(CHj)jO- 


J107 


2-Mc-pyiT 


N 


CI 


H203P-(CH2)3NH- 


J108 


2-Me-pyrr 


N 


CI 


4-H203P-plpe 


J109 


2-Me-pyrr 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


J110 


2-Me-pyrr 


N 


C! 


4.(EtO)2(0)P-pipe 


J111 


2-Me-pynr 


N 


CI 


4-NC-plpe 


J112 


2-Me-pyrr 


N 


CI 


3-oxo-pipa 


J113 


2-Me-pyrr 


C-H 


CI 


HO(CH2)jNH- 


J114 


2-Me-pyrr 


C-H 


CI 


HO(CH2)jN(Me> 


J115 


2-Me-pyrr 


C-H 


CI 


HO(CH2)30- 


J116 


a-Me-pyrr 


C-H 


CI 


HO(CH2)20- 


Ji17 


2-Me-pyrr* 


C-H 


CI 


4-HO-pipe 


J11o 


2-Me-pyrr 


C-H 


CI 


4-HOCHr-pipe 


14 4^ 

J119 


2-Me-pyrr 


C-H 


CI 


4-HO(CH2)2-pipe 


14 AA 

J120 


2-Me-pyrr 


C-H 


CI 


4-MeO-pipe 


1 4 04 

J121 


2-Me-pyrr 


C-H 


CI 


MeO(CH2)30- 


■ 4 A A 

J122 


2-Me-pyrr 


C-H 


CI 


MftOiCHihO- 


J123 


2-Me-pyrr 


C-H 


CI 


H203P-(CH2)3NH- 


J124 


2-Me-pyrr 


C-H 


CI 


4-H203P-pipe 


J125 


2-Me-pynr 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 


J126 


2-Me-pyrr 


C-H 


CI 


4-(EtO)2(0)P-pipe 


J127 


2-Me-pyrr 


C-H 


CI 


4-NC-pipe 


J128 


2-Me-pyrr 


C-H 


CI 


3-oxo-pipa 


J129 


3-Me-pyrr 


N 


CI 


HO(CH2)3NH- 


J130 


3-Me-pyrr 


N 


CI 


HO(CH2)3N(Me)- 


J131 


3-Me-pyrr 


N 


CI 


HO(CH2)30- 


J132 


3-Me-pyrr 


N 


CI 


HO(CH2)20- 


J133 


3-Me-pyrr 


N 


CI 


4-HO-pipe 


J134 


3-Me-pyrr 


N 


CI 


4-HOCH2-pipe 


J135 


3-Me-pyrr 


N 


CI 


4-HO(CH2)2-pipe 


J136 


3-Me-pyrr 


N 


CI 


4-MeO-pipe 


I 4 A«V 

J137 


3-Me-pyrr 


N 


CI 


MeO(CH2)30- 


J138 


3-Me-pyrr 


N 


CI 


MeCXCHs),©- 




j-jvie-pyrr 


XT 


CI 


H203P-(CH2)3NH- 


J140 


3-Me-pyrr 


N 


CI 


4-H203P-pipe 


J141 


3-Me-pyrr 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


J142 


3-Me-pyrr 


N 


CI 


4-(EtO)2CO)P-pipe 


J143 


3-Me-pyrr 


N 


CI 


4-NC-pipe 


J144 


3-Me-pyrr 


N 


CI 


3-oxo-pipa 


J145 


3-Me-pyrr 


C-H 


CI 


HO(CH2)3NH- 


J146 


3-Me-pyrr 


C-H 


CI 


HO(CH2)3N(Me> 


J147 


3-Me-pyrr 


C-H 


CI 


HO(CH2)30- 


J148 


3-Me-pyrr 


C-H 


CI 


H0(CH2^0- 
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(«3 7«Ut) 



No 




V 

/\ 


Y 


p 


J149 


3-Me-pyiT 


C-H 


CI 


4-HO-plpe 


J150 


3-Me-pyrr 


C-H 


CI 


4-HOCH2-pipe 


J151 


3-Me-pyrr 


C-H 


CI 


4-HO(CH2)i-pipe 


J152 


3-Me-pyrr 


C-H 


CI 


4-MeOpipe 


J153 


3-Me-pyrr 


C-H 


CI 


MeO(CH2)30- 


tA C* A 

J154 


3-Me-pyrr 


C-H 


CI 


MeOfCHi)iO- 


J155 


3-Me-pyrr 


C-H 


CI 


H203P-(CH,>,NH. 


J156 


3-Me-pyrr 


C-H 


CI 


4.H20jP-pipe 


J157 


3-Me-pyrr 


C-H 


CI 


(EtO)2(0)P-(CH2)jNH- 


J158 


3-Me-pyrr 


C-H 


CI 


4-(EtO)2(0)P-pipe 


J159 


3-Me-pyrr 


C-H 


CI 


4-NC-pipe 


■ A A A 

J160 


3-Me-pyrr 


C-H 


CI 


3-oxo-pipa 


J161 


iPiN(Me)-' 


N 


CI 


HO(CH2)jNH- 


J162 


iPrN(Me)- 


N 


CI 


HO(CM2)3N(Me> 


J1o3 


iPrN(Me> 


N 


CI 


HO(CH2)30- 


J164 


iPrNCMe)- 


N 


CI 


HO(CH2)20. 


J165 


iPiN(Me> 


N 


CI 


4-HO-pipe 


1 A 

J166 


iPrN(Me> 


N 


CI 


4-HOCH2-pipe 


J167 


iPrN(Me> 


N 


CI 


4-HO(CH2Vpipe 


J168 


iPrN(Me)- 


N 


CI 


4-MeO-pipe 


J169 


iPrN(Me)- 


N 


CI 


MeO(CH2)30- 


tA 

J170 


iPrN(Me> 


N 


CI 


MeO(CH2)20- 


■ A ^A 

J171 


iPrN(Me> 


N 


CI 


H203P^CH2),NH- 


J172 


iPrNCMe)- 


N 


CI 


4.H20jP-pipe 


J173 


iPrN(Me> 


N 


CI 


(EtO)2(0)P-(CH2)3NH- 


J174 


iPrNOMe)- 


N 


CI 


4-(EtO)2(0)P-pipe 


J175 


iPrN(Me)- 


N 


CI 


4-NC-pipe 


J176 


iPrN(Me> 


N 


CI 


3-oxo-pipa 


J177 


iPrN(Me> 


C-H 


CI 


HO(CH2)3NH- 


J178 


iPrN(Me)- 


C-H 


CI 


HO(CH2)3N(Me)- 


J179 


iPrNOMe)- 


C-H 


CI 


HO(CH2)30- 


J180 


iPrNCMeV 


C-H 


CI 


HO(CH2)20- 


tA t%A 

J181 


iPrN(Me> 


C-H 


CI 


4-HO-pipe 


J182 


iPrNCMe)- 


C-H 


CI 


4-HOCH2-pipe 


«l 1 oo 






CI 


4-HO(CH2)2-pipe 


J184 


iPrN(MeV 


C-H 


CI 


4-MeO-pipe 


J185 


iPrN(MeV 


C-H 


CI 


MeO(CH2)30- 


J186 


iPrNCMeV 


C-H 


CI 


MeO(CH2)20- 


J187 


iPrNCMe)- 


C-H 


CI 


H203P-(CH2)3NH- 


J188 


iPrNCMeV 


C-H 


CI 


4-H203P-pipe 


J18g 


iPrNCMe)- 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 


J190 


iPrN(Me> 


C-H 


CI 


4-(EtO)2(0)P-pipe 


J191 


iPrNCMe)- 


C-H 


CI 


4-NC-pipe 


J192 


iPrNCMeV 


C-H 


a 


3-oxo-pipa 



wo 2005/007651 



(*3 7mt) 



Kin 


ri 


Y 
A 


Y 




J193 


MejN- 


N 


Ci 


HO(CH2)3NH- 


J194 


Me2N- 


N 


CI 


HO(CH2)3N(Me)- 


Jigs 


MejN- 


N 


CI 


H0(CHj)30- 


J196 


MejN- 


N 


CI 


HOfCH,),©- 


J197 


Me2N- 


N 


CI 


4-HO-pipe 


J198 




N 


CI 


4-HOCH2-pipe 


J199 




N 


CI 


4-HO(CH2)2-pipe 


J200 


MejN- 


N 


CI 


4-MeO-pipe 


J201 


Me2N- 


N 


CI 


MeO(CH2)30- 


J202 


Me2N- 


N 


CI 


MeO(CH2)20- 


J203 


Me2N- 


N 


CI 


H203P-(CH2)jNH- 


J204 


MeiN- 


N 


CI 


4-H203P-pipe 


J205 


MeiN- 


N 


CI 


(EtO)2(0)P.(CH2)3NH- 


J206 


MeiN- 


N 


CI 


4-(EtO)2(0)P-pipe 


J207 


MeiN- 


N 


CI 


4-NC-pipe 


J208 


Me2N- 


N 


CI 


3-oxo-pipa 


J209 


MeaN- 


C-H 


CI 


HO(CH2)3NH- 


J210 


MeiN- 


C-H 


CI 


HO(CH2)3N(Me> 


J211 


MeaN- 


C-H 


CI 




J212 


Me^N- 


C-H 


CI 


HO(CH2)20- 


J213 


MeaN- 


C-H 


CI 


4-HO-pipe 


J214 


MejN- 


C-H 


CI 


4-HOCH2-pipe 


J21D 


MeaN- 


C-H 


CI 


4-HO(CH2)2-pipe 


J216 


Me2N- 


C-H 


CI 


4-MeO-pipe 


J217 


MeaN- 


C-H 


CI 


MeO(CH2)30- 


J218 


MezN- 


C-H 


CI 


MeO(CH2)20- 


J219 


MeiN- 


C-H 


CI 


H2Q3P-(CH2)3NH- 


J220 


MejN- 


C-H 


CI 


4-H203P-pipe 


J221 


MezN- 


C-H 


CI 


(EtO)2(0)P-(CH2)3NH- 


J222 


MejN- 


C-H 


CI 


4-(EtO)2(0)P-pipe 


J223 


MeaN- 


C-H 


CI 


4-NC-pipe 


J224 


MeiN- 


C-H 


CI 


3-oxo-pipa 
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(*3 8) 




No 




X 


Y 


R 


K1 






PI 


*Hri2iNv^-pipe 


K2 






r 


*r-ri2AN UL/-piPo 


K3 






PI 


AJLlf^ r\tr\e\ 

*f-rii-/-pipe 


K4 


VI* \^IY JkV ^ 




PI 


*»-lVl6x/-pip© 


K5 






PI 


*r-ri2V/3* "pip© 


K6 






PI 


*l-V*iiVi^j2lvlJr-pipe 


K7 




x^"Xj. 


PI 


*i-XN^^-pipe 


K8 




V-' n. 


PI 


*f-ri2iN u w-pipe 


K9 






r 


4-rHJ-plpe 


K10 




P 17 


P 
r 


4-Meu-pipe 


K11 
IX 1 1 




P-P 


r 


H-rl2Ll3r-pipe 


K12 

IX l*» 




P-W 


r 


4-(EtQMQ)P-Pipe 


K13 






p 
r 


4-£Si>pipe 


K14 

IX 1 ~ 




P-P 


r 


4-rl2X>UL.-plpe 


K15 

IX 1 w 




P-M 




4-riv/-plpe 


K16 

iX 1 V 




P-W 


■ PI 


4-MeO-pipe 


K17 
rx 1 * 




p ur 




4-JH203"-pipe 


K18 

IX 1 V/ 






^1 


4-(btu)2(0)P-pipe 


K19 

iX 1 w 




P-M 




4-rMC-pipe 


K20 




i^-ri 


CI 


4-H2NUC-pipe 


K21 


iBuN(Me)- 


C-F 


F 




K22 


iBuN(Me)- 


C-F 


F 


4-MeO-pipe 


K23 


iBuN(Me)- 


C-F 


F 


4-H203p-pipe 


K24 


iBuN(Me>. 


C-F 


F 


4-(EtO)2(0)P.pipe 


K25 


iBuN(Me> 


C-F 


F 


4-NC-pipe 


K26 


iBuN(Me> 


C-F 


F 


4-H2NOC-pipe 


K27 


pipe 


C-H 


CI 


4-HO-pipe 


K28 


pipe 


C-H 


CI 


4-MeO-pipe 


K29 


pipe 


C-H 


CI 


4-H203P-pipe 


K30 


Pipe 


C-H 


CI 


4-(EtO)2(0)P.pipe 


K31 


pipe 


C-H 


CI 


4-NC-pipe 


K32 


pipe 


C-H 


CI 


4-H2NOC-pipe 


K33 


pipe 


C-F 


F 


4-HO-pipe 


K34 


pipe 


C-F 


F 


4-MeO-pipe 


K35 


pipe 


C-F 


F 


4-H203P-pipe 


K36 


pipe 


C-F 


F 


4-(EtO)2(0)P-pipe 


K37 


pipe 


C-F 


F 


4-NC-pipe 



wo 2005/0076SI 



(^3 8101!$) 



No 


r\ 


A 


V 

Y 


D 

K 


K38 


pipe 


C-F 


F 


4-H2NOC-pipe 


K39 


2-Me-pyrr 


C-H 


CI 


4-HO-plpe 


K40 


2-Me-pyrr 


C-H 


CI 


4-MeO-pipe 


K41 


2-Me-pyrr 


C-H 


CI 


4-H2Q3P-pipe 


K42 


2-Me-pyrr 


C-H 


CI 


4.(EtO).(0)P.pipe 


K43 


2-Me-pyrr 


C-H 


CI 


4-NC-pipe 


K44 


2-Me-pyrr 


C-H 


CI 


4-H2NOC.pipe 


K45 


2-Me-pyrr 


C-F 


F 


4-HO-pipe 


K46 


2-Me-pyrr 


C-F 


F 


4-MeO-pipe 


K47 


2"Me-pyrr 


C-F 


F 


4-H203P-pipe 


K48 


2-Me-pyrr 


C-F 


F 


4-(EtO)2(0)P-pipe 


K49 


2-Me-pyrr 


C-F 


F 


4-NC-pipe 


K50 


2-Me-pyrr 


C-F 


F 


4.H2NOC-pipe 


K51 


3-Me-pyrr 


C-H 


CI 


4-HO-plpe 


K52 


3-Me-pyrr 


C-H 


CI 


4-MeO-pipe 


K53 


3-Me-pyrr 


C-H 


CI 


4-H203P-pipe 


K54 


3-Me-pyrr 


C-H 


CI 


4-(EtO)2(0)P-pipe 


K55 


3-Me-pyrr 


C-H 


CI 


4-NC-pipe 


K56 


3-Me-pyrr 


C-H 


CI 


4-H2NOC-pipe 


K57 


3-Me-pyrr 


C-F 


F 


4-HO-pipe 


K58 


3-Me-pyrr 


C-F 


F 


4-MeO-pipe 


K59 


3-Me-pyrr 


C-F 


F 


4-H203P-pipe 


K60 


3-Me-pyrr 


C-F 


F 


4-(EtO)2(0)P-pipe 


K61 


3-Me-pynr 


C-F 


F 


4-NC-pipe 


K62 


3-Me-pyrr 


C-F 


F 


4-H2NOC-pipe 


K63 


iPrN(Me)- 


C-H 


CI 


4-HO-pipe 


K64 


iPrN(Me> 


C-H 


CI 


4-MeO-pipe 


K65 


iPrN(Me> 


C-H 


CI 


4-H203P-pipe 


K66 


iPrN(Me)- 


C-H 


CI 


4-(EtO)2(0)P-pipe 


K67 


iPrN(Me> 


C-H 


CI 


4-NC-pipe 


K68 


iPrN(Me> 


C-H 


CI 


4-H2NOC-pipe 


K69 


iPrN(Me> 


C-F 


F 


4-HO-pipe 


K70 


iPrNCMe). 


C-F 


F 


4-MeO-pipe 


K71 


iPrN(Me)- 


C-F 


F 


4-H203P-pipe 


K.7Z 


iPrN(Me)- 


C-F 


F 


4-(EtO)2(0)P-pipe 


K73 


iPrN(Me> 


C-F 


F 


4-NC-pipe 


K74 


iPrN(Me)- 


C-F 


F 


4-H2NOC-pipe 


K75 


Me2N- 


C-H 


CI 


4-HO-pipe 


K76 


Me2N- 


C-H 


CI 


4-MeO-pipe 


K77 


MeiN- 


C-H 


CI 


4-H203P-pipe 


K78 


Me2N- 


C-H 


CI 


4-(EtO)2(0)P-pipe 


K79 


MezN- . 


C-H 


CI 


4-NC-pipe 


K80 


Me2N- 


C-H 


CI 


4.H2NOC-pipe 


K81 


MezN- 


C-F 


F 


4-HO-pipe 
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(*3 8|*t) 



No 




X 


Y 


R 


K82 


MejN- 


C-F 


F 


4-MeO-pipe 


K83 


MeiN- 


C-F 


F 


4-HjOjP-pipe 


K84 


Me2N- 


C-F 


F 


4-(EtO)2(0)P-pipe 


K85 


MeiN- 


C-F 


F 


4-NC-pipe 


K86 


MeiN- 


C-F 


F 


4-H2NOC-pipe 



(^3 9) 




NO 


R 


No 


R 


LI 


3-HOCH2-pyiT 


L29 


3-H203P(CH2)2-pyrr 


L2 


3-HO(CH,Wyrr 


L30 


3-H203PCH2-azet 


L3 


a-HOCHr-azet 


L31 


3-H203P(CH2)2-azet 


L4 


3-HO(CH2)2-azet 


L32 


(EtO)2(0)P-(CH2)2NH- 


L5 


3-HO-azet 


L33 


(EtO)2(0)P-(CH2)3N(Me)- 


L6 


MeO(CH2)3NH- 


L34 


(EtO)2(0)P-(CH2)2N(Me> 


-L7 


MeO(CH2)2NH- 


L35 


(EtO)2(0)P-(CH2)sO- 


L8 


MeO(CH2)3N(Me> 


L36 


(EtOMO)P-CCH,)20. 


L9 


MeO(CH2)2N(Me> 


L37 


3-(EtO>2(0)P-pipe 


L10 


3-MeO-pipe 


L38 


3.CEtO)2(0)P-pyiT 


L11 


3-MeO-pyrr 


L39 


4-(EtO)2(0)P-CH2-pipe 


L12 


4-MeOCH2-pipe 


L40 


4.(EtO)2(0)P-(CH2>2-pipe 


L13 


4-MeC)(CH2)2-pipe 


L41 


3-{EtO)2(0)P-CH2-pyir 


L14 


3-MeOCH2-pyrr 


L42 


3-(EtO)2(0)P-(CH2)2-pyiT 


LIS 


3-MeO(CH2)2-pyrr 


L43 


3-(EtO)2(0)P-CH2-a2et 


L16 


3-MeOCH2-azet 


L44 


3-(EtO)2(0)P-(CH2)razet 


L17 


3-MeO(CH2)2-azet 


L45 


HOCH(Me)(CH2)2NH- 


L18 


NC-(CH2)jNH- 


L46 


HOCH(Me)CH2NH- 


L19 


NC-(CH2)2NH- 


L47 


HOCH2CH(OH)CH2NH- 


L20 


NC-(CH2)3N(Me> 


L48 


HOCH(MeXCH2)2N(MeV 


L21 


NC-(CH2)2N(Me)- 


L49 


HOCH(Me)CH2N(Me)- 


L22 


NC-(CH2)30- 


L50 


HOCH2CHCOH)CH2N(Me)- 


L23 


NC-(CH2)20- 


L51 


HOCH(Me)(CH2)20- 


L24 


3-NC-pipe 


L52 


H0CH(Me)CH20- 


L25 


3-NC-pyrr 


L53 


HOCH2CH(OH)CH20- 


L26 


4-NC-CH2-pipe 


L54 


Mor • 


L27 


4-NC-(CH2)2-pipe 


L55 


MsNH(CH2)3-NH- 


L28 


3-NCCH2-pyiT 


L56 


MsNH(CH2)2-N(Me)- 
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IMO 


D 
K 


IMO 




L57 


3-NC(CHj)j.pyir 


L73 
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